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Abstract (Basic) : WO 9803510 A 

Treating affective disorder or a disorder the treatment of which 
can be effected or facilitated by antagonising corticotropin releasing 



factor (CRF) , including but not limited to disorders induced or 
facilitated by CRF comprises administering an azolotriazine or 
pyrimidine compound of formula (I) or (II) or their isomers, 
stereoisomeric forms, salts and/or prodrugs. A = N or CR; Z = N or CR2; 
Ar = phenyl, naphthyl, pyridyl, pyrimidinyl, triazinyl, furanyl, 
thienyl, benzothienyl, benzofuranyl, 2, 3-dihydrobenzof uranyl, 
2, 3-dihydrobenzothienyl, indanyl, 1, 2-benzopyranyl, 

3, 4-dihydro-l, 2-benzopyranyl or tetralinyl; R = H, 1-4C alkyl, 2-4C 
alkenyl, 2-4C alkynyl, 3-6C cycloalkyl, 4-7C cycloalkylalkyl, halo, CN 
or 1-4C haloalkyl; Rl = H, 1-4C alkyl, 2-4C alkenyl, 2-4C alkynyl, 
halo, CN, 1-4C haloalkyl, 1-12C hydroxyalkyl, 2-12C alkoxyalkyl, 2-10C 
cyanoalkyl, 3-6C cycloalkyl or 4-10C cycloalkylalkyl; R2 = H, 1-4C 
alkyl, 2-4C alkenyl, 2-4C alkynyl, 3-6C cycloalkyl, 4-10C 
cycloalkylalkyl, halo, CN, 1-4C haloalkyl, 1-4C hydroxyalkyl; R3 = H, 
0R7, SH, S(0)nR13, C0R7, C02R7, OCOR13, N(COR7)2; R7 = H, 1-10C alkyl, 
3-10C alkenyl, 3-10C alkynyl, 1-10C haloalkyl (containing 1-10 halo) 
2-8C alkoxyalkyl, 3-6C cycloalkyl, 4-12C cycloalkylalkyl; R13 = 1-4C 
alkyl, 1-4C haloalkyl, 2-8C alkoxyalkyl, 3-6C cycloalkyl, 4-12C 
cycloalkylalkyl; R14 = 1-10C alkyl, 3-10C alkenyl, 3-10C alkynyl, 3-6C 
cycloalkyl or 4-12C cycloalkylalkyl; n = 0-2. 
Also. new are compounds (I) and (II). 

USE - The compounds are used to treat anxiety, depression, 
headache, irritable bowel syndrome, post-traumatic stress disorder, 
supranuclear palsy, immune suppression, Alzheimer's disease, 
gastrointestinal diseases, anorexia nervosa or other feeding disorder, 
drug addiction, drug or alcohol withdrawal symptoms, inflammatory 
diseases, cardiovascular or heart-related diseases, fertility problems, 
human immunodeficiency virus infections, haemorrhagic stress, obesity, 
infertility, head and spinal cord traumas, epilepsy, stroke, ulcers, 
amyotrophic lateral sclerosis and hypoglycaemia (all claimed) . They are 
also used to treat panic, phobia, cancer, Crohn's disease, diarrhoea, 
Parkinson's disease, Huntington's disease, and pain; as reagents or 
standards in the biochemical study of neurological function, 
dysfunction and disease. 
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/K 3, 2 — fh7y^ (WftlOA 

RW&MfcLT, ^ft^ft^^UlH, C 1 -C 4 T/W^r/K C 2 -C 4 T/l'4r~A' 

*/K ^o, CN, C 1 -C 4 ^nr^^e>^$n> 

R l f2»£L-C, ZtlZtKDm&fcH, C l -C A T/l'*;K C 2 -C 4 7VWr~ 
;K C 2 -C 4 T/M^~/K ^n, CN, C r C 4 />a7M/K CrC^b K 
n^TA^/K C 2 -C 12 T/V-3^ri/r/^/K C 2 -C 10 i/77T/V^K C 

C 4 7/^;l/-NR 9 R 1 ° > NR 9 COR lt \ OR 11 , SHSfcte 

s (o) n R 12 a>fe»*s*u 

R 2 te, H, C 1 -C 4 T/^/K C 2 -C 4 T/Wr~/K C 2 -C 4 T/Mr~/K 
C 3 -C 6 ^#p7M;k C 4 -C 10 ^^o7y^7^;K C r C 4 tKo 
^ri/T/^yK CN, -NR 6 R 7 > NR 9 COR lc \ 
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-NR 6 S (O) n R 7 , S (O) n NR 6 R 7 , C r C 4 /NP7^K -OR 7 , 
SH£fcf*-S (O) n R 12 a>£>il#£*U 
R 3 tt, 

-H, OR 7 , SH, S (O) n R 13 , COR 7 , C0 2 R 7 , OC (O) R 13 , 
NR 8 COR 7 , N (COR 7 ) 2 , NR 8 CONR 6 R 7 , NR 8 C0 2 R 13 , NR 6 R 
7 , NR 6a R 7a , N (OR 7 ) R 6 , CONR 6 R 7 , ^fnT!)-/V*5 

-CrC^TMyK c 2 ~c 10 r^>$r^/K c 2 -c 10 r/Mr~/K c 3 -c 

;^fc«:c 6 -c 10 i/^ d7;^^7;^ (^ft-etbogl*, ^ft^tKO^ 
^icaftLTC^Cgr/V^/K C 3 -C 6 ^p7;K/K ^o, C^C^u 
TA^/K OR 15 , SH, S (O) n R 13 , COR 15 , C0 2 R 15 , OC 

(O) R 13 , NR 8 COR ls , N (COR 15 ) 2 , NR 8 CONR 16 R 15 , NR 8 C 
0 2 R 13 , NR 16 R 15 , CONR 16 R 15 , 7!)-;K ^fn7 V -fr&XXmM 

R 4 tt, ailtTCi-C^r/W^f/K C 2 -C 10 T/Wr-/K C 2 -C l0 T/^ 
~/K C 3 -C 6 ^p7;K;K C 4 -C 12 i/^ uT/U^;UT/^/K N0 2 , 
n, CN, C r C 4 AP7/^/K NR 6 R 7 , NR 8 COR 7 , NR 8 C0 2 R 7 , 
COR 7 , OR 7 , CONR 6 R\ CO (NOR 9 ) R 7 , C0 2 R 7 , SfcteS (O 
) n R 7 (C^C^T/l^/K C 2 -C 10 T/^^/K C 2 -C 10 T/^^/K C 3 
-C 6 is? PrA*/W3<fctf C 4 -C l2 i^ D7^^7;^/V«t^tlftl> ^rft 

m<oii^ai:UTC 1 -c 4 r^yK no 2 , ^p, cn, nr 6 r 7 , nr 8 
cor 7 , nr 8 co 2 r 7 , cor 7 , or 7 , conr 6 r 7 , co 2 r 7 , CO (N 

OR 9 ) R 7 , £fcf*S (O) n R 7 frbmRt$hZ> l~3m<Dm&&Xfrmm& 



R 6 :fcJ;tfR 7 , R 6a *5i:^R 7a ^^Lr, ^^tKO^iC, 
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-C 1 -C lo 77l'*/K C 3 -C 10 T/Hr-/K C 3 -C 10 TA'*-/K 

0OC r C l0 />P7/^;K C 2 -C 8 T/l/3*S'77l'*/K C 3 

mcD4&^l£&£LTC 1 -C 6 T/U*/K Cg-CeV'^PT/^/K C L 
-C 4 />n7M/W, VT>\ OR 15 , SH, S (O) n R 13 , COR 15 , CO z 
R 1S > OC (O) R 13 , NR 8 COR 15 , N (COR 15 ) 2 , NR 8 CONR 16 R 1 
5 , NR 8 C0 2 R 13 , NR 16 R 1S > CONR^R 15 , Afn7!)^ 

(c 1 -c 4 r^/^) , sigsas*fciisi5igi (c r c 4 7;^) a>e>s 
*>*a^tt, NR 6 R 7 *5j:ufNR 6a R 7o ^3ai:Lrtf , -<y t?> % tfn!ii;y, tr 

R 9 *<fctfR 10 tt»ftL-t\ **L«i©*&fcH, Cj-c^/^/k *fctt 

R- ll ttH, C 1 -C 4 T/^/K C^C^MJT^^SfcttCa-Ce^nT 



R 13 ttC 1 -C 4 T/l'*A\ C 1 -C 4 AP7/Vdr/K C 2 -C 8 T/U3^ri/T/W^f 
A\ C 3 -C 6 ;/^p7;^;K C 4 -C 12 i^ n T/u^/UT/U^/u, TV— /K 
7U-/V (C 1 -C 4 7VMf7i') ^rn7!i-/K ^tp7U-/v (C x -C 4 

R 14 tt, C r C l0 7^ C 3 -C 10 7VWr^/K C 3 -C 10 77l'*=^K 
C 3 ~C 8 ^p7;^;K *yt«C 4 -C 12 ^^nr/^/^T/^^ (^rtt-Ftt 
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, ^n, C r C 4 ^om^ >7V, OR 15 , SH, S (O) n R 15 , CO 
R 15 , C0 2 R 15 , OC (O) R 15 , NR 8 COR 15 , N (COR 15 ) 2 , NR 8 C 
ONR 16 R 15 , NR 8 C0 2 R 15 % NR 16 R 15 , CONR 16 R 15 , jb^t/C^Ce 

R ls :fcj;tfR 16 msa:L-c, ^ft^aS^I-H, C x -C 6 TA-*/K c 3 - 
C lo ^o7;^/K C 4 -C 16 ^^PT;^rM/l' (S (O) n R 15 tf>©£ 

is, R l5 fcm-m#v>) t>bmviisii. 

SfcL"CC 1 — C 6 T^*^ C 3 -C 6 ^^n7;^K C x - C 4 />p7/^ 

/K. *>7/, OR 16 , SH, S (O) n R 16 , COR 15 , C0 2 R 15 , OC (O) 
R 15 , NR 8 COR 15 , N (COR 15 ) 2 , NR 8 CONR 16 R 15 , NR 8 C0 2 R 1 
5 , NR 16 R l5 % *3^i;CONR 16 R 15 ^b^$ix5 l~5^oamS-Ctt# 



aicLTCi-CeT/^yK C 3 -C 6 ^n7/^;K ^o, C 1 -C 4 ^a7/V 
fTA OR 15 , SH, S (O) n R 15 , -COR 15 , C0 2 R 15 , OC ( 
O) R 15 , NR 8 COR 15 , N (COR 15 ) 2 , N R 8 CONR 16 R 15 , NR 8 CO 
2 R 15 , NR 16 R 15 , tJj;t;CONR 16 R 15 ^bMSWl-5iWlM-C. 

tt, ^n^tb^'&lC^lfilLrC^Cer/V^K c 3 -c 6 ^nr^ 

c r c 4 /NC7;^;K s^TA OR 15 , SH, S (O) n R 15 , COR 15 
, C0 2 R 15 , OC (O) R 15 , NR 8 COR 15 , N (COR 15 ) 2 , NR 8 CON 
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R 16 R 15 , NR 8 C0 2 R 1£ \ NR 15 R 16 , & £tf CON R 16 R 15 tf> Ib^&^tlS 

(1) A**N, Z^CR 2 , R 2 #H, R 3 ^-OR 7 ^fcH-OCOR 13 , 

(2) A#N, ZriSCR 2 , R 1 ^CH 3 ^fcflC 2 H s , R 2 #H, fc^tfR^O 
H„ CH 3 , C 2 H 5 ^ C 6 H S% n~C 3 H 7N i ~C 3 H 7> SH, SCH 3 ^ N 

HC 4 H 9 , SfcttN (C 2 H 5 ) 2 <£>|§£tt, AT&7*~/l'te&rJm-CH 3 '7=. 

(3) AtfN, Z^CR 2 , R 2 #H, &£VAt fcrSSS^vHSfc 

fitr^^^K *5<t^R 3 ^NR 6a R 7a (^©^^ R 6a *jj;(;R 7a }tH*jj:i;r 



(4) A# 5 N X Z^CR 2 , *5<fctfR 2 #S0 2 NR 6 R 7 <^§^kJu R 3 |*OH*5<fc 

(5) A^CR*5«ti;Z^CR 2 CD^H > R 2 f*-N R 6 S 0 2 R 7 :fc itf- S O z 
N R 6 R 7 0 V ^-f ft"? t ft < , 

(6) A#N X Z^CR 2 joJ:TJ ? R 2 ^-NR 6 S0 2 R 7 *fcW:-S0 2 NR 6 R 7 ^ 

R 3 ttOH*5j:tfSH©V^-ftt-Ctft<, 

(7) A#N, Z#CR 2 , R^M^^fctt^^K R 2 #H, »J:WR 8 #H 
, OH, CH 3 . C 2 H S> C 6 H 5 , n~C 3 H 7 , i so-C 3 H 7 , SH, SCH 3 
, NH (n-C 4 H 9 ) , *fcttN (C 2 H 5 ) a G>»£tt, Arli^K^^^^/W 
*3 J: tfrn - ^7 3i ~/ke> v ^tiT? t> ft < . 

(8) AtfSCR, Z^CR 2 , R^H, 7*s^*fettm^ R 3 #NR 8 C 

, R 7 «ry-/K ry-;v (c 1 -c 4 ta"*A') , ^fnry-;K ^fnr 
(c 1 -c 4 r/w*,0') , tt*gas*J:tttBlfJll (c x -c 4 r/^/w) <o 
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(9) A#CR, ZtfCR 2 . R 2 ^H*^ttT/^K Ar#7x5^ *5<fctf 
R 3 rf5 S R l3 £fcteN R 6fX R 7a <DW&te, R 13 ttT y ~/U*5 <fc P7!l-/V 

ov^r*t-ct>4<. R 6a *J:WR 7a H:Hi3«fcvr y-^ov^i**t"et>4<, *fc 

(10) AtfSCH, Z#CR 2 , R l #OR", R 2 #H, R 8 #OR 7 t, R 7 *3<fc 
iKR^V^-ftl^HOH^tt^ Artt^^/K p-Br-7i^;K p-C 



l-73i^/K p-NHCOCH 3 -7xx;K p-CH 3 -7x^;K 

(11) A^CH, ZriSCR 2 , R 2 #H, Ar«lft7x^;K ifcitfR 3 ** 
CH 3 , C 2 H S , C F 3 * I* C 6 H 4 F R l flC F 3 *3 <tt;C 2 F 5 <0V>T 

(12) A^CR, R^H, Z^CR 2 , R 2 ^OH, *>«fctfR l :fc ttfR 3 »H© 
Jg£*f*> Ar(17x=;l/-Ctt4<, 

(13) A#CR, R^H, ZtfCR 2 , R 2 *SOH£*:teNH 2> R^^fctfR 3 
#CH 3 tf>#&tt\ Arlt4-7x^/P-3-v'7y-2-rU tfy K~2~ 

5. (1) AftfSN, R^SH, C^-C^T/Mr/K ^o, CN, C r C 12 t K 
n*v'T/V'3r/K Ci-C^A^a^^r^/l/SfcttS 0 2 (C 1 -C 4 TA'*A' 
) , R 3 ^NR 6a R 7a ^R 6a ^*gftOC 1 -C 4 T/^^<D#^fl > R 7a J17^ 

i*y?-A'. % ^sV^^z-tv, trys^K ^yy/K tfys^A' 

s 77^/K -<y^77^K ^y^/fryy;K ^Ky/w:fcJ:tfc 3 -c 6 v/ 

^nr^/l/<OV^-ftV-et>?S<, (2) A^n. R^H, C 1 -C 4 T/^^r/K 
^n, CN, Ci-C^fc Kn^T/Mr/K C 1 -C 4 TA'3*$'77l'*yVSfc 
11S0 2 (C 1 -C 4 T/1'*/!') , R^NR^R^R^^SlftOC^C^U 

^l^tt,-R 6a «:7x=^ ^^/k -<^y^^./K try ^ 
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5 r t ZftWt t i-5SI*^4 iz&McDit-S-fyis .fctf -touted 



7. A#N, Z#CR 2 , Ar*S2, 4-^dd7i=^ 2, 
7*^**1(42, 4, 6- MM^A^i^K R^-ttfR^CHaTN R 3 

8 . ^J^WIifl : «^«l/j:fifr*5J;U!f&jR±*3Si)il:co|g*^4 KHQKoft^ift 

1 1. A*5N^fe*CliSr!|tjSt1-5W^4ic|2«0^«li3io:^©^<i«: 
12. f»#m ltrfa^coa: (2) ©{fc£&*5it*E:©&ttft:, 



13. Arii7i=/V, fy^/V'*fcl42, Kd'<y/77-/Vt350 
fx Wn<0A r # 1 ~ 4 <E<Z>R 4 fi&g-Cft;glcg&$fc,.5 - £ £#$t£ 1" 



15. Ar*S73:=./W, tfD^AOtfctt^, Ko^^y^tibc 
■C, J £r*tm<DArdSl~4<@©R 4 SmS-eft«{CHJftS^ R 3 *SNR 6a R 7a 

*fcf40R 7 -?fc$ri&<i^fc-fSft#3ii 2 icSEe©{t£«3*s 

16. Z*5CR 2 -C&5rtS:^ffii:1-5K*«l l£lEe©5*; (1) tf5{t£-«5 

17. Ar^?!^, fcTP 5^**1142, 3-^tKc<^/77=/Vtfcc 

-c, **v^*uda r » i ~4<@oR 4 a»s-cttE»cgjft$tv5 r. t iwmt-r 

6BI**16KB«©flS*«*»J:TJ«*©J|tt*»s *<D&#gttf*:, *fctt*©5i: 
1 8. R 3 aSNR 6a R 7 "*fc«:OR 7 -efc5C:tS:#(6t-f5»*^l 6IC|3«60 

19. S#«l 8|cB«©flS^*J3J:tWt©Jltt(*:, t©4«*tt#, 



R 6o ttaia:Lr, 

-H, 

-C 1 -C 10 TA'*A', C 3 -C 10 T/^=/K C 3 -C 10 T/I'*si>l', ap^ 
VISAS 1~1 000,-0^07^, C 2 -C 8 7/l'=»*S'7/l'*A', C 3 
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-c 4 /nd7;^/k vry, or 15 , sh, s (o) „r 13 > cor 15 , co 2 

R lf \ OC (O) R 13 . NR 8 COR 14 \ N (COR 15 ) 2 , NR 8 CONR 16 R 1 
5 > NR 8 C0 2 R 13 , NR 16 R 16 , CONR 16 R lf \ ry-;K ^b7J-/P 

-ry-/K 7y^ (c l -c 4 XA'*A') , ^tdt^/k n r y — 

<C 1 -C 4 T*'*A'> , asm^S*fc«:S^S <C 1 -C 4 TA'*A') 

R 7o «3fi&uT, *tveti<om&te* 

-H, 

-C s -C 10 77Mr/K C 3 -C 10 r/W^/K C 3 -C 10 T/^^/K ap^ 
0OC r C 10 /NP7/V^K C 2 -C 8 r^3^r^T/^K C 3 
-C fl ^n7;^/K C 4 -C 12 V* d7;VW;v^ C 5 -C 10 ^p7 
yi^rvK */criC 6 -C 14 v^^nr^^wr/^/w (-tti-Pix^SH:* *r*x 
^^©^ca&LTCj-CeT/^/K C 3 -C 6 ^^b7M^ ^n, C x 
-c 4 ^p7^ s^ta OR 15 , SH, S (O) n R 13 ; COR 15 , co 2 
R 16 , OC (O) R 13 , NR 8 COR 1£ \ N (COR 15 ) 2 , NR 8 CONR 16 R 1 
5 , NR 8 C0 2 R 13 , NR 16 R 16 , CONR 16 R lf \ T])—/K ^fn7J-/U 

ftJiiJVlKietS^&SftdixS i^3flioB»*-ctt*te«||S*vrv^*) > 
7P-/V (C 1 -C 4 T/MhO') , ^fP7U^K atp7!)- 

& {c x -c a ta>*a>) , ^s^s^ytttm^s (c^c^/u^r/w) *>e>a 



feSl^H:, NR 6 R 7 ^J:t/NR 6a R 7e ll»irU'Ct p ^y i^V, tfny^V, ^ 

Si*, l-3^B(DC x -c 4 r/^^/^S-cttEic@^$nrv^^) ^fe»«*iis 
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R 6a *5<fctfR 7a tt, H3-*C, 

c 4 ^or;^/K >ry, OR 15 , SH, S (O) n R 13 , -COR 15 , co 2 
R lf \ OC (O) R 13 . NR 8 COR 1{ \ N (COR 15 ) 2 , NR 8 CONR l6 R 1 
5 , NR 8 C0 2 R 13 , NR 16 R 16 , CONR 16 R 15 , T!>— /K ^fP7y-;V 

, *fctt*©ft#»tt#oa^*, *it^*tticfF«pr«ftt«>a[*fc«:^ 

2 1. 8lc|B«Ofls^*J8J:t«:©*tt(»: % *<D*L&R\m, *fctt* 

R^K 



-H, 

-Ci-C^T^/K C 3 -C I0 77l'$r=A\ c 3 -c w ms^ Any 
O^Ci-C^nTM/K C 2 -C 8 T^^^T^/K C 3 
-CeV^PT/^/K C 4 -C 12 ^/^nr/VW;^/K C 5 -C 10 ^p7 

^^^caiLTCj-CeT/^/K C 3 -C 6 i^ dT/Mvk C x 
-C 4 />n7;^ fTA OR 15 , SH, S (O) n R 13 , COR 15 , C0 2 
R lf \ OC (O) R 13 , NR 8 COR 15 , N (COR 15 ) 2> NR 8 CONR 16 R 1 
B „ NR 8 C0 2 R 13 , NR 16 R 1£ \ CONR 16 R 1J \ T ]) — A\ ^p7!)-^ 
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-C x - C 4 T A^/Wo £ X$%fl?tl<DW&\Z3&tL LX C t - C 6 T/^/K C 3 
-C 6 V^a7/^/K ^d, Cj-C^nW/K ^>ry, OR 15 , SH, 
S (O) n R 13 , COR 15 , C0 2 R 1J \ OC (O) R 1J \ NR 8 COR li \ N ( 
COR 15 ) 2> NR 8 CONR 16 R lf \ NR 8 C0 2 R 13 , NR 16 R 15 , CONR 16 

2 2. 8lcB«©ft^**J:WErO*tt(»:, SfcHt* 

R 6< \j3<fct*R 7<l O— 



(Dj&^lcaHSrL-CC^CeT/l/^/K C 3 -C 6 i/^P7^K ^n, C^C* 
An7;v^/K i/TA OR 15 , SH, S (O) n R 13 , COR 16 , C0 2 R 1J \ 
OC (O) R 13 s NR 8 COR 1{ \ N (COR 15 ) 2 , NR 8 CONR 16 R 15 . N 
R 8 C0 2 R 1! \ NR 16 R 1J \ CONR 16 R 15 , 7y-;K ^fa7!)-;^J:t; 

-^o7y-;u*fctt: 

R 6a *5j;T/R 7a ofc 5-*fl, StjftoCi-C^^-ctS 
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23. R 6a *5j:t/R 7a r±^LrH*yt«:, c-c l0 rMw*!), 
flOC^C^T/l^/Wi, -ttt^noa^icttAL-rc^CeT^/u, c 3 - 

C e 5'*nTA'*A\ ab, Cj-C^aTM/K i/T/, OR 15 , S H, S 
(O) n R 13 , COR 16 , C0 2 R 16 , OC (O) R 13 , NR 8 COR 15 , N (C 
OR 15 ) 2 s NR 8 CONR 16 R 1J \ NR 8 C0 2 R 13 , NR 16 R ls , CONR l6 R 

24. Ar^7x^;K fcT»^*fctt2 f Kn^/77^tfco 
t\ **t«l# % l-4i@<aR 4 @&gTH££l-g&£ft, R 3 #NR to R 7a »ft 



R 6o IS&:fcLT, 
-H, 

-Cj-CioTM/K C 3 -C 10 T/^^K C 3 -C 10 T/w*~/K 
^JS^Sl — 1 OCC^C^nm^ C 2 -C 8 T/W3^^T/^/K C 3 
-C 6 V^7/^/K C 4 -C 12 ^^nT/^;V7;^/K C 5 -C 10 ^n7 

-c 4 />nr/^/K vry, OR 15 , SH, S (O) n R 13 > COR 15 , co 2 
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R IJ \ OC (O) R x \ NR 8 COR 15 , N (COR 15 ) 2> NR 8 CONR 16 R 1 
5 , NR 8 C0 2 R 13 % NR 16 R 15 , CONR l6 R 15 , 7!)-/K ^fnT9^ 

-7 9— /K 79 — (C 1 -C 4 Ty^*A') , ^ro7!)-/K ^rn7U- 

-c 6 -c 10 m^ c 3 -c 10 7^-/k c 3 -c 10 7/u*~/k /^y 

VHR-HRl'^l 0<DC 1 -C 1o /np7A'*/K C 2 -C a ryua*S/T/u*yK C 3 
-C e ^B7^*^ C^C^^nr^*^*^ C 5 »C 10 ^d7 

-C 4 />p7^/K ->7A OR 15 , SH, S (O) n R 13 , COR 15 , CO z 
R lf \ OC (O) R 13 , NR 8 COR 16 , N (COR 16 ) 2 , NR 8 CONR 16 R 1 
*\ NR 8 C0 2 R 13 , NR 16 R 15 % CONR 16 R 1J \ 79 — 



-7 9-/K 7U-/V (C 1 -C 4 7/l'*A') , ^fD7!) -/K ^fP7!l- 
&5^fi, NR 6 R 7 *5j;t;NR 6a R 7<l «airLTt , -<!;^^ n 9 >>>\ fc^ 

i-3i@(Dc 1 -c 4 r/^^s-effiicicttfe$nrv>^) -e&s 
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-c 1 -c 4 r/i/*A'*fcr±C3-c 6 ^nr^*^ (^nm<ogtt, 
c 4 />nrM;K *>7>\ or 15 , sh, s (o) n R 13 , -cor 16 , co 2 

R lf \ OC (O) R 13 , NR 8 COR 15 , N (COR 15 ) 2 , NR 8 CONR 16 R 1 
5 , NR 8 C0 2 R 13 , NR 16 R 15 , CONR 16 R 15 > 7 U -/K ^rnry^ 



2 7. B»**2 4tClB«Ofb'a'**5j:t;*0»tt^ 
R 6< M3,fctfR 7a te, PI— -C, 

-c 1 -c 4 7A'*A' (^-t^ ; e^c 1 -c 4 r/^m > *JX?ft0M£»lCttl& 

l/rc l -C 6 7/V'*/K C 3 -C 6 ^^or/^/K /no, C r C 4 ^PTy^ 
, WA OR 15 , SH, S (O) n R 13 , -COR 15 , C0 2 R 1£ \ OC (O) 
R 13 , NR 8 COR lf \ N (COR 15 ) 2> NR 8 CONR 16 R I5 > NR 8 C0 2 R 1 
3 , NR 16 R 1£ \ CONR 16 R lf \ ^ n 7 y -A* J: tfS^S^S 

*»6aWl*ii5 l-3fi^|lfeS-CftSJc@^^nTV>-5) 
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-CrC^myK c 3 -c 10 r/^^/K c 3 -c 10 r/v*-/K ^oy 
yJSHHB: 1 — 1 ooc r c 10 />nm^ c 2 -c 8 r/i^3^i/T^/K c 3 

-C 4 /NPT/Mr/K VTA OR 15 , SH, S (O) n R 13 , COR 15 , C0 2 
R 1S , OC (O) R 13 , NR 8 COR 15 , N (COR 15 ) 2 , NR 8 CONR 16 R 1 
<\ NR 8 C0 2 R 13 , NR l6 R 1{ \ CONR 16 R 16 % ry-/K ^rn7y-/V 



(C 1 -C 4 7*"**') . «3RAAS«fc»«*|R <C 1 -C 4 TA'*A') *>bai 
- c ! - c 4 r a^/Ws* ^ti^tKom^^m^L ttc r c 6 r /U*>K c 3 

-C fl ^^PW/K />n, Ci-C^nr/^/K ^Ty, OR 15 , SH, 
S (O) n R x \ COR 15 , C0 2 R lf \ OC (O) R 13 , NR 8 COR lf \ N ( 
COR 15 ) 2 , NR 8 CONR 16 R 15 , NR 8 C0 2 R 13 , NR 16 R 15 N CONR 16 

r 1£ \ tv-sk ^*T})-;v&±xm$m&mfrbmR$Hzi^3m<ow: 
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ot^k S'Ta or 15 , sh, s (o) n R X3 , cor 15 , co 2 r 1£ \ o 

C (O) R 13 , NR 8 COR 15 , N (COR 18 ) 8 , NR 8 CONR 16 R 15 , NR 8 
C0 2 R 13 , NR 16 R 15 , CONR 16 R 15 x T U — /K ^ n T 9 — A'* ± tf* 

R 6a 43<fctfR 7a £>t> ?IWft0C 1 -C 4 r^*A''?*>S 



3 0. R 6a *5J:t/R 7a na5i:LTH*fc^, CrCwTMWfcJ, 
tlC0C x -C lo T/^^tt, ^n-PHOt&^^ailL-CCi-CeT/^/K C 3 - 
C fl ^n7^ ^n, C^C^p/^^ ^>7y, OR 15 , SH, S 
(O) n R 13 % COR 15 , C0 2 R ie \ OC (O) R 13 , NR 8 COR 1£ \ N (C 
OR 15 ) 2 , NR 8 CONR 16 R if \ NR 8 CO z R 13 , N R 16 R 16 > CONR 16 R 
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-R 3 (*NR 6a R 7a *yb«:OR 7 -Cfc!9, 

-R^fc^tfR^a&LTH, C x -C 4 T>Mr/K C 3 -C 6 ^nr;^K 



-CrCwT^ C 3 -C 10 T/^^:/K C 3 - C 10 T/Mr~;K ab^ 
O^Ci-C^PTM/K C 2 -C a TA'a*$/TA'*/K C 3 
-C 6 i/^n7M;K C 4 -C 12 ^pT;K;W^K C 6 -C 10 $/*nT 

^(O^WSSrLrCj-CeT/^/K C 3 -C 6 S/^ PTA-^r/K ^o, C x 

-c 4 />p7;^;k */ry, or 15 , sh, s (o) n R 13 , cor 15 , co 2 

R 1J \ OC (O) R 13 , NR 8 COR lf \ N (COR 16 ) 2> NR 8 CONR 16 R 1 
<\ NR 8 C0 2 R 13 , NR lfl R 15 , CONR 16 R 1B , ^nr^/P 

~ c s-C 10 T/^/K C 3 -C 10 r/^^/K C 3 -C 10 7A'*~/K ap^ 
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-C 6 ^nr^ C 4 -C 12 ^^n7/l/W/^K C 6 -C 10 ^oT 

-C 4 /nd7^ v'TA OR 15 , SH, S (O) n R 13 . COR 15 , C0 2 
R l£ \ OC (O) R 13 , NR 8 COR 16 , N (COR 15 ) 2 , NR 8 CONR 16 R l 
s , NR 8 C0 2 R 13 . NR 16 R 15 , CONR 16 R 1J \ T!)-;K ^fa7!)-/V 

ry^/w (c 1 -c 4 r^/w) % ^fory-;K ^fnry- 
* (C^C^v^/P) , (C^C^/MrA-) 



fc£V>tt, NR 6 R 7 *3j:t;NR 6ei R 7a ^ai:LT > tf-<ys>>\ tTnS^. fcT 

oSil l-s^oCi-c.jT/^^'CttE^B^^Hr^^) <Dv^tt^"C 

3 3. »#«3 lfcB*oft*4fci3J:tWt«)*tt#, *<oic(Wtt#, *ytri* 

-C 1 -C 4 rM^fcliC 3 -C fl i/^n7;V^ (^ft^tl<£>£te, *tt? 
tvcoii^^^LTC^Cer/^/K C 3 -C 6 '>^p7;^/K ^n, d- 
C 4 /M37/^/K *>T>\ OR 15 , SH, S (O) n R 13 , -COR 15 , CO z 
R 15 , OC (O) R 13 „ NR 8 COR 15 , N (COR 15 ) 2 , NR 8 CONR 16 R 1 
5 , NR 8 C0 2 R 13 , NR 16 R lf \ CONR 16 R 15 , 7y-;K ^707^^ 
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3 4. Haras llcEit«)as#«f»J:CIUtOj|ttfl: % *oir«*tt«c, 
R fc *J:tfR 7 U H— C, 



, 5s7S % OR 15 , SH, S (O) n R 13 , -COR 15 , C0 2 R 15 , OC (O) 
R 13 , NR 8 COR 1£ \ N (COR 15 ) 2> NR 8 CONR 16 R 15 , NR 8 CO z R 1 
3 , NR 16 R 16 , CONR 16 R 15 . T9-/K ^fnTy^itilliSS 

3 5. »*a3 u:E«<oft^±t»©fttt#, *<z>Scfl*ttfk *fctt* 
R 6a tt, 

-C 1 -C 10 Tyl'*A\ C 3 -C 10 7/Wr~/K C 3 -C l0 7A'*=^ ^p^ 
VjR-Hftl^l OOC^C^pT^ C 2 -C 8 7^3*S/T/W*M C 3 
-C 6 ^p7W;K C 4 -C 12 ^^p7/v^7W;K C 6 -C 10 ^p7 
/i/^rn/u, *fcttC 6 -C 14 ^^ p7;^^7;^ (tiimoSli, 
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-C 4 /Nn7/V^K *>T>\ OR 15 , SH, S (O) n R L \ COR 15 , C0 2 
R 1J \ OC (O) R 13 , NR 8 COR 15 > N (COR 15 ) 2 , NR 8 CONR 16 R 1 
5 , NR 8 C0 2 R 13 , NR 16 R lf \ CONR 16 R 15 , T ]) — /K /sfo7!)-/V 

*5<ttWS*SSS^e>S«*tt5 l-3ffl(OEIfe£-cff3i^^:SlftS^^'rv^S) , 
* (c^c+T/^/u) , ffi^S^S^fcfiS^^ (c^^T/w*^) 



R 7a tt, 

- C x - C 4 T/W^r/^ J: tf^ftetx<a|§£i;i&:fc LT c x - c 6 t^*/k c 3 
-C 6 ->^C2T/V^r/K ^o, Cj-C^ur^/K isT/ y OR 15 , SH, 
S (O) n R 13 , COR 15 , CO z R lf \ OC (O) R 13 , NR 8 COR 15 , N ( 
COR 15 ) 2> NR 8 CONR 16 R 15 , NR 8 C0 2 R 13 \ NR 16 R 15 , CONR 16 

r 15 , tv-*s ^vT})-/i'&£xmmm7£mfrbMR£n%i~3m<Dm 

3 6. ft*® 3 ll^iam^b^*5J:^^mtt^ *Oft#J|tt#, 

R 6o *5ctt/R 7a CD-^fi, 
(O^WSitLTCi-CeT/^/K C 3 -C 6 i/^n7;^;K /np, C 2 -C 4 

/npt^/k sta or 15 , sh, s (o) „r 13 , cor 15 , co 2 r 1£ \ 
oc (o) r 13 , nr 8 cor 1£ \ n (cor 16 ) 2> n r 8 c on r 16 r 15 , n 
r 8 c0 2 r 13 , nr 16 r 1j \ conr 16 r 15 , t v ~/k ^7137!)-/^^^ 
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3 7. R 6 "*3.tU!R 7 *ll3fififCH*fcJ±, Ci-C^T/l'drA'-efc*) . ttv? 
JW>C l -C 10 TA'*/Hi, *«xm©#£lC&£LTC l -C e T.MfVK C 3 - 

Cgj/^Br^/w, ab> c,-c^nr/^, vr/, or 18 , sh, s 

(O) n R X3 , COR 16 , C0 2 R 15 , OC (O) R l3 s NR 8 COR l( \ N (C 
OR 16 ) 2 , NR 8 CONR 1B R ls , NR 8 C0 2 R 13 , NR ie R 15 , CONR l8 R 
T JJ -/K 'vfoT!) -/V-43 i tf«3Siat5Sga> fcilft $ iiZ 1 ~ 3 fi©g& 

tf£W«eft*r©&*fc»i:/n K7y4W. 

3 8. »*^3 1 fcf^©fc£«to*5£ (5 0) <Dit&®l> 



R 3 *5-NHCH (n-Pr) 2 , R 4o *JC 1, R 4b #H, R^CK R 4d *5H 

■p*0R 4e i!Ht?fc5S; (5 0) rofb-a-fe. 




,4a 



,4b 



5* (5 0) 
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R 3 #-N (Et) (n-Bu), R 4 *#C U R 4b #H, R 4c #C K R 4d # 
H-Cfc?) R^H-C^S^: (5 0) <D{t&to. 



R 3 tf*-N (n-Pr) (CH 2 cPr) , R 4a #C 1 % R 4b #H, R^Cl, 

R 4d ^H-c$>f9 R^tfu-ehz*: (5 0) <0{t£*K 

R 3 *S-N (CH 2 CH 2 OMe) 2 , R 4o ^C 1, R 4b #H, R^^C 1 > R 4d # 
HVhVfl^fr-H-Zhtt (5 0) (Dit&Vo, 

R 3 #-NHCH (Et) (n-Bu) , R^Cl, R 4b #H, R 4c ^CU 

R 4d ^H-e*>«9R 4o ^H-efc<5^; (so) <nft&m, 

R 3 #-NHCH (Et) (CH 2 OMe) , R 4tt ^C K R 4b ^H, R 4c #C 1 
, R 4d ^H-Cfc»)R 4o ^H-Cfc5S (5 0) <D{k&to, 

R 3 d 5 -NHCH (CH 2 OMe) 2 , R 4a ^CK R 4b ^H, R^&C K R 4d 
^HT*)t)R 4o ^H"Cfo^^; (5 0) CDffrg-^ 

R 3 d*-N (Et) 2 , R 4a J&*c 1 > R 4b #H, R^Cl, R^Htfc^R 40 
tfH-VhZjZ (5 0) Oft^tt, 

R 3 ^-NHCH (CH 2 OEt) 2 . R 4a ^Cl, R 4b tf*H, R 4c ^Cl, R 4d 
^Hffct)R 46 ^Hf&5S (5 0) <D{t&VOs 

R 3 £ s — NHC H (Et) 2 , R^Cl, R 4b #H, R 4c ^C U R 4d ^HTfe 

9R 4e #H-c&5ii$ (so) ofk^tt, 

R 3 riS-N (Me) (Ph) , R 4 WK R 4b ri*H, R^CK R 4d #H"C 
fcOR 4e ^Ht*)5S (5 0) <Dit$%), 

R 3 #-N (n-Pr) 2 , R 4a ^C 1 , R 4b ^H, R 4c #C 1 , R 4d ^H^fe 



t)R 4e ^H*Cfc^ (5 0) <D{t&®, 

R 3 #-NHCH (Et) (n-Pr) , R^CK R 4b #H, R 4c #C K 
R 4d ^Hf$)l9 R^&HVhZX. (5 0) <D{t£^ 

R 3 d s -NHCH (CH 2 OMe) 2 , R 4a ^Me, R 4b ^H, R 4c ^Me, R 4 
^Hr*fc5R 4e «e^5^ (5 0) <Dik&%}^ 

R 3 ^-NHCH (CH 2 OMe) 2> R 4a ^Me, R 4b ^H, R 4c #Me, R 4 
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&H~?hQR*°&HVhZ>3: (5 0) (Dit&VOs 

R 3 #-N (CH 2 CH 2 OMe) 2 , R 4o j)5Me, R 4b #H, R^Me v R 4d # 

H-cfc*? R 4 ^H-e*>^^c (so) <n>tt&m, 

R 3 #-NHCH (Et) (CH 2 OMe) 2 , R 4ft riSMe, R 4b #H, R 4c #M 
e, R^H-Cfc^R^H-CfoS* (5 0) ©fl:£*K 

R 3 i J -NHCH (Et) 2 , R 4a ^Me> R 4b tf*H, R^Me, R^HTfe 
»)R 4o ^H^5S (5 0) <Dik&lfO* 

R 3 ^-OEt, R^Cl, R 4b #H, R 4c ^CK R 4d ^H"Cfc 19 R 4o ^h 
tfc5S(5 0) (Dtt&fa 

R 3 #-N (Et) 2 , R 4a ^Me, R 4b #H, R 4c Me, R 4<, ^H-Cfc*) R 4e 
^HtMS (5 0) <o{k&eo* 

R 3 #-N (CH 2 CN) 2% R 4a #Me, R 4b #H x R 4c #Me, R 4d ^H"C$> 
DR 4 ^H^5S (5 0) <Dik&to. 



R 3 ^-NHCH (Me) (CH 2 OMe) , R 4a ^Me, R^H, R 4c #Me 
, R 4d d5H-Cfo^R 4e ^H-C*S^: (5 0) ©jfr&fc, 

R 3 ^-OCH (Et) (CH 2 OMe) . R 4a #Me, R 4b #H, R^Me, 
R 4d ^H"Cfct)R 4e ^Ht?&§S (5 0) <D\k&®, 

R 3 #-N (n-Pr) (CH 2 cPr) % R 4a ^Me, R^H, R 4c ^Me, 
R 4d ^H-C$)i9R 4o ^H-e*>5^; (5 0) G>fls£», 

R¥-NHCH (Me) (CH 2 N (Me) 2 ) . R 4a #Me, R 4b #H. R 4c 
#Me, R 4d ^H"Cfc»9R 4o ^H-Cfc5^: (5 0) (Dit^O. 
R 3 #-N (cPr) (CH 2 CH 2 CN) , R 4a #Me, R 4b ^H, R 4c «e 
, R 4d ^H*Cfe!? R 4o #$H"CS><5S; (5 0) <Dik&Vo s 

R 3 tf*-N (n-Pr) (CH 2 CH 2 CN) , R 4a ^Me, R 4b #H, R 4c #M 
e, R 4d ^H-CfcOR 4e ^Htfc5^ (5 0) <Dft&ta. 

R 3 #-N (n-Bu) (CH 2 CN) % R 4a ^Me, R 4b #H, R 4c Me, R 

4d asH^fc9R 4e asH-e&£zS (50) <oft&m % 

R 3 ^-NHCH (Et) (CH 2 OMe) , R 4a ^Me, R 4b ^H, R 4c #Me 



-29- 



, R**&HVh*)R 4e &MeThZ>3: (5 0) (Dit^d. 

R 3 7)5-NHCH (Et) 2 . R 4a «e, R 4b tfH, R^Me, R 4d ^HTfc 
5R 4e «e^^ (5 0) (Dft&Ql. 

R 3 a*-N (CH 2 CH 2 OMe) 2 , R 4o ^Me, R 4b #H, R 4c a*Me, R 4d ri* 
H-Cfc»)R 4 ^Me-e«)5S; (5 0) 0>fl^«K 



R 3 *S-NHCH (CH 2 OMe) 2 , R 48 ^Br, R 4b R R^OMe, R 4 

d ^H-x?fcOR 4o d5H-efc$S; (5 0) <oik&m, 

R 3 ri*-NHCH (Et) (CH 2 OMe) , R 4a #Br, R 4b aSH> R 4c ^OM 
e x R 4d ^H"Cfel9R 4o ^H-e*>5^ (5 0) <D{k£®> s 

R 3 &-N (Et) 2 , R 4a #Me, R 4b tfH, R^Me, R 4d ^Htfc 19 R 4 ° 
^MeTfcS^ (5 0) <Di£&(fo s 

R 3 dS-NHCH (CH 2 OEt) 2 , R 4ft ^Me, R 4b #H, R 4c #Me, R 4d 
^H-CfcOR^Me^SS; (5 0) <Dit&®, 

R 3 d5-NHCH (CH 2 CH 2 OMe) (CH 2 OMe) % R 4o #Me, R 4b #H 
, R^Me, R 4d ^H-Cfc»)R 4e ^MeTJ)5S (5 0) <0fb£«K 
R^^/M^A R 4a a*Me, R 4b #H, R 4c «e, R 4d ^H"Cfe!9 R 4 °^ 

H-c&Sit (5 0) (Dtt&ita, 

R 3 #-N (CH 2 CH 2 OMe) 2> R 4a ^Br, R 4b #H, R 4c #OMe. R 4d 
&H~Ch*) R^frH-ZhZ* (5 0) <Di\&®. 

R 3 tf-NHCH (Et) 2 , R^Br,' R 4b #H, R 4c #OMe, R 4d ^H"C 
hyR 4 *&H-?htt (5 0) WflS^fc. 

R 3 *S-N (Et) 2 , R 4a #Br, R 4b #H, R 4c *SOMe, R 4d ^H"C$)!3R 

4e ^H-c$>a^: (so) ofk^ft, 

R 3 rfS-NH (c-Pr) , R 4Q ^Me, R 4b ^H, R 4c )&5Me, R 4d ^H-Cfc 



*)R 4o ^H-efe-5^: (5 0) 0>it&V8 y 

R 3 tfS-NHCH (CH 2 OMe) 2 , R 4a ^CN, R 4b #HU R 4c ^OMe, R 4 
d ^HtfcDR 48 ^HTfc5^ (5 0) <D{£&#> % 
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R 3 #-N (c-Pr) (CH 2 CH 2 CN) , R 4o ^M e> R 4b #H, R 4c ri*M 

R 3 ^-NHCH (CH 2 OMe) 2 , R 4 «e % R 4b tf5H, R 4c ^Br, R 4d 
^HTfcOR^H-CfcSS (5 0) (Dib&to* 

R 3 ^-NHCH (CH 2 OMe) (CH 2 CH 2 OMe) , R 4fl ^Me, R 4b #H 
, R 4c ri*Br, R 4d ^HTfc!?R 4o d5H-e^eS (5 0) Offrg^, 
R 3 ^-NHCH (CH 2 OMe) 2 , R 4a ^Me, R 4b rt*H, R^OMe, R 4 
d ^Me*C*0R 4e ^H-Cfc5S (5 0) <D<t&®. 

R 3 #-N (CH 2 CH 2 OMe) 2 , R 4 ^Me, R 4b ^H. R^OMe, R 4d 
^Met*fc»)R 4 ^HTfc6a (5 0) <D{k&®), 

R 3 ^-NHCH (Et) 2 , R 4a ^Me, R 4b ^H, R^OMe, R 4d #Me 

-?h*)R 4G tfH-ehtt (5 0) oik&to, 

R 3 #-N (Et) 2 , R 4o d5Me, R 4b #H, R 4c #OMe> R 4d ^Metfc»3 
R 4o #H-efosa; (5 0) <Dik<&®}, 

R 3 ^-NHCH (CH 2 OMe) 2 , R 4 ^C1, R 4b a*H, R 4c Me, R 4d 
^H"CJ)9R 4e ^H-efc5S (5 0) <Dik&%). 



R 3 #-NHCH (Et) (CH 2 OMe) , R 4a #C 1 , R 4b #H, R 4 We 

, R 4d ^H-e&t)R 4e ^H-efc^^: (50) <Dik&& % 

R 3 tf-N (CH 2 CH 2 OMe) 2 , R 4a d 5 C 1 N R 4b #H, R 4c #Me, R 4d # 
HtfcDR 4e ^HTJ)5S: (5 0) *>{fc£* % 

R 3 ^-NHCH (CH 2 OMe) (CH 2 CH 2 OMe) , R 4a #C U R 4b #H 
\ R 4c ^Me, R 4d ^H-Cfct)R 4o ^H"efc-5^; (5 0) <D{t£», 
R 3 ^-N (c-Pr) (CH 2 CH 2 CN) , R 4a ^Me, R 4b tf?H, R 4c ^O 
Me, R 4d «etfcOR 4e ^H-Cfc5S (5 0) ©ffr&tt, 
R 3 #-N (c-Pr) (CH 2 CH 2 CN) , R 48 ^C1, R 4b ^H N R 4c #C 
L R 4d ^H-Cfct)R 4e ^H"C&^^: (5 0) <Dik&to, 

R 3 ^ (s) -NHCH (CH 2 OMe) (CH 2 CH 2 OMe) % R 4a #C U R 

4b a*H, R^ci, R 4d ^H-e*>t) R 4e ^H-c^^^; (so) <Dit&®) y 



-31- 



R 3 tfS-NHCH (CH 2 OMe) (CH 2 CH 2 OMe) , R^CU R 4b #H 
, R^Cl, R^HtfeOR^H^SS (5 0) *>fls£*K 
R 3 ^-NHCH (Et) 2 , R 4a a*Me, R 4b #H, R^Br, R^Htfe 

9R 4a asH-c&55£ (5 0) <o{k&8s* 

R 3 #-N (CH 2 CH 2 OMe) 2 , R 4tt ^Me. R 4b #H, R 4c ^Br, R 4d # 
H^Cfct) R^H-Cfc^S: (5 0) <Dik&%O y 

R 3 ^"NH (CH 2 OMe) (CH r iPr) % R 4a #Me N R 4b #H, R 4c 

*Me, R 4d ^H-e*>t)R 4o ^H-efc^^; (5 0) oik&to. 



R 3 #-N (CH 2 CH 2 OMe) 2 , R 4a #Me > R 4b #H, R 4c #H, R 4d #H 
TfcDR 4 ^H-CfcS^ (5 0) 0>ffr&»* 

R 3 #-N (CH 2 CH 2 OMe) 2 , R 4ft Me, R 4b #H, R 4c #NMe 2 , R 4 
d ^H-Cfe^R 4o ^H-Cfo-5S; (5 0) Offc^tt, 

R 3 ^-NHCH (CH 2 OMe) (n-Pr) , R*VMe, R 4b #H, R 4c # 
Me, R 4d ^Htfct)R 4e ^Htfc6S (5 0) <Dik&Vo* 
R 3 #-NHCH (CH 2 OEt) (E t) , R 4a tfSM e> R 4b ^H, R 4c ^Me 
, R^H-Cfc^R^HtfcSS (5 0) ©ffr&tt, 

R 3 #-NHCH (CH 2 OMe) (CH 2 CH 2 OMe) , R 4a #Me, R 4b #H 
„ R 4c #NMe 2 , R^H-Cfc^R^H-Cfc^S; (5 0) <0{frg*«J, 
R 3 ^-N (Et) 2 , R 4a #Me, R 4b #H, R 4c #C U R 4d ^H"efc t) R 4e 
tfH"C*5* (5 0) <Dfc£4tK 

R 3 #-NHCH (Et) 2 , R 4o Me, R 4b tf*H, R 4c ^CU R 4d ^H^fc 
DR 4 ^H-e$)5^ (5 0) <D{t&®ls 

R 3 #-N (CH 2 CH 2 OMe) 2 , R 4a #Me, R 4b * 5 H, R 4c #C 1 , R 4d rt* 
H-CfcDR 4e ^H-CS)5S (5 0) v>\\L^m. 

R 3 ^-NHCH (CH 2 OMe) 2 , R 4a ^Me, R 4b ^H, R^CK R 4d 
fcHVh*) R 4 *&HVhZ>j*: (5 0) (Dit&tiO, 

R 3 #-N (Et) 2 , R 4a #Me x R 4b #H, R 4c ^Br, R 4d ^H-Cfc«?R 4 
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e #H-Cfc£5*; (5 0) ©ffrg*. 

R 3 3>S-N (Et) 2 , R 4a ^CK R 4b #H, R^Me, R^H-Cfc •? R 4 ° 
iSHTfcaa (5 0) <Dit&fa 

R 3 *S-NHCH (Et) 2 , R 4a #Cl % R 4b #H, R 4c ^Me N R^H^h 
*) R 4e ^H-Cfc^^ (5 0) 0>{fr&«K 

R 3 J& 5 — NHCH (Et) 2 , R 4a #Me, R 4b *H, R 4c ^NMe 2 , R 4d #H 
VhVR^&H-V&ZiX: (5 0) <D{t&&. 

R 3 ** (S) -NHCH (CH 2 OMe) (CH 2 CH 2 OMe) , R 4a ^Me, R 

4b #H, R 4c ^Me, R 4d ^HTfc»)R 4 ^HTfc5S: (5 0) <D{£&fa 

R 3 ^-NHCH (CH 2 OMe) (CH 2 CH 2 OMe) , R 4a ^Me, R 4b #H 

% R 4c ^Me, R 4d ^H-Cfcl9R 4o d5H-e$)5^: (5 0) <Dffr&ft, 

R 3 ^ (s) — NHCH (CH 2 OMe) (CH 2 CH 2 OMe) % R^Me, R 

4b 2)5H, R^SCK R 4d ^H-Cfc?)R 4e ^HtfcSa (5 0) <D{t&^ 

R 3 #S— NHCH (CH 2 OMe) (CH 2 CH 2 OMe) > R 4a d*Me, R 4b #H 

, R 4c tfSCl, R^H-efcOR^H-CfcSS; (5 0) 

R 3 #-N (c-Pr) (CH 2 CH 2 CN) % R 4a tf*Me, R 4b d*H, R 4c #C 

U R 4d ^H-Cfe!9 R 4o #H*?*>S5£ (5 0) ©fc£4tu 

R 3 ^-NH (Et) (CH 2 CN) , R 4ft »e, R 4b #H, R 4c ^CK R 4 * 1 
^H-CfcOR^H^^^ (50) 0>{frg>«^ 



R 3 *S-N (Et) 2 , R 48 Me, R 4b ^M e> R 4c ^OMe, R 4d ^H-Cfc!9 
R 4o #H-Cfc£5fc (5 0) (Dfc&fa, 

R 3 #-N (CH 2 CH 2 OMe) (CH 2 CH 2 OH) , R 4a ^Cl, R 4b ri*H x 
R 4c ^CK R 4d ^H^*>t)R 4e ^H-Cfc^^: (5 0) (Dfb^fe, 
R 3 *S-N (CH 2 CH 2 OMe) 2 , R 4a ^Me, R 4b #Me, R 4c ^OMe, R 
4d ^H-Cfet)R 4e ^Ht*fc^^: (5 0) <D{t<&®^ 

R 3 a*-NHCH (Et) 2 , R 4a #Me, R 4b ^Me, R 4c #OMe, R 4d ^H 

-efe9R 4e ^H**c*>5S; (50) <Dik&to s 

R 3 rfS-N (CH 2 c»Pr) (n-Pr), R 4a ^Me, R 4b ^H, R 4c #C 1 



% R^tiiH-Zh*) R**&H~?hZ>5X: (5 0) 

R 3 #-N (c-Pr) (CH 2 CH 2 CN) - % R 4 ^Me, R 4b #M e> R 4c tf* 
OMe, R 4d ^H-efc*)R 4o ^H"Cfc^^; (5 0) Oft£«, 
R 3 *-NHCH (Et) 2% R^CU R 4b #H, R^OMe, R 4d ^H"C 
fot)R 4 ^H"Cfe-5S; (5 0) <Bft£r<&, 

R 3 #-N (Et) 2 , R 4 «WCU R 4b #H, R^OMe, R 4d #H-Cfc!>R 
* G &H-T?hZ>7X, (5 0) (Dfc&Va^ 

R 3 ri*-N (CH 2 CH 2 OMe) 2 , R^CK R 4b #H, R^OMe, R 4d 
^H^*>!9R 4o ^H^^^: (5 0) (Oit&m, 

R 3 #-NHCH (Et) (CH 2 OMe) , R 4a #C i , R 4b #H, R 4c #OM 
e> R 4d ^H-efc«9R 4e ^H"CfcS^: (5 0) <Dtt&ta. 



R 3 #-N (Et) 2 , R 4a ^C K R 4b #H, R 4c ^CN, R^H^DR 46 
^H"C*)S* (5 0) <Dtt&m % 

R 3 *5-N (c-Pr) (CH 2 CH 2 CN) , R^Cl, R 4b #H, R 4c tfO 
Me, R* d &HT?h*) R**&H"Chtt (5 0) y 
R 3 ^-NHCH (CH 2 OH) 2> R 4 VCU R 4b j5*H, R 4c ri*C K R 4d # 
H^fc^R^H-Cfc^ft (5 0) <Ofc&90 % *5<fctf 

R 3 #N (CH 2 CH 2 OMe) 2 , R 4a ^Me, R 4b ^H, R 4c ^OMe, R 4d 2* 
Htfct)R 4e ^Hti)5S (5 0) <Dit<£^ 

frbftzmfrbm&£tizzt&mmti-z> 3 1 Kiattoifrg**? <t # * 
39. fflrEft-&»tt, 4- (r*- r^y) -2, 7- 

8- (z-ff-tv-t-t Y*i/7a,^;v) - [1, 5-a] -tf7 
4 0. ttEfb^ttB:, 4- (f*~ (2-^ h^r^^/V) T^/) -2, 7- 
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8 - (2, V^y^=-M - [1, 5-a] 

-tr?yp-i, 3, 5- hyr^-eS)5ri:Sri$ei:t-r5fi*3S3 ice« 

4 1. A^CR-t?fc5SB*«4jCfBiK(0{b^ife*JJ:Ut^(DStttt: v ^(DSr«tStt 



4 2. S»*3S4 lKCttost (2) <D{fc£fc*3<fctf*<DStt#, 

43. Ar try i^*fctt2, 3-i?t KD'ty^y^fco 

T, **v-?*t©A r l~4<@OR 4 S*S-Cttlc(-Elft$tb5c:i:%iRN»t 
■T5K*JS4 2|c|E|g«5{b^*JJ;Ot^roStt^ *©ft#JM£#. 

o 

4 4. R 3 355NR a °R 7 "'*fc«:OR 7 -Cfo.5ri:Sr#Si:i-t5!S*^4 2ti2®(0 

45. Ar«!7x=/P, try fctt 2, 3-i?t Kn'<V2/7?=A'-C*o 
t> ttlftlOAr*, l~4<BOR 4 g«ISt?ff*|Cgife$^ R 3 /jSNR e "R 
7a £fcteO R 7 -Cfc.5 r t fcftft £1-'SM**4 2 fcB*«>fls£«M3 it**©* 

46. Z#CR 2 T?;fc5r££ft®£^5?S#^4 l{cfB«©£ (l) ©fc£-fe 
*£tf*©Jltt{t:, *©£#*ttffc Sfctt*©£##ltefl;©iI3-«r % HXxm 

47. Ari!7a=;K JJ 5>/H*fctt2, 3-i?t Hn^/y^s^o 
T, **t«h4>Ar*«. l~4fiiOR 4 g^S-Cffim{cgJft$ix5rfcSri|#®t 
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it 



4 8. R 3 ^NR 6a R 7o *Ac«OR 7 -e^)5 r i SrWRi 4 6 *CE«© 

49. Ar^S73i^/K ^y^*fctt2, 3-i?k Fp^/7 7^-CJ)o 
T N tft«l©Ar#, !-4<@CDR 4 gglS-e^c:Eft$tV, R 3 ^NR 6a R 

5 0. R 6a ^J:VR 7a fiSfiiCtTH*^(l, C 1 -C 10 T/^/W'Cfe'P> *$J:tf 

c x - c 10 r/v^/un* jx^*t(Z)«^tcaar lt c x - c 6 r >*^/k 

C 3 -C fl ^^7/^/K C^C^nr^K S'TA OR 15 , SH 

, S (6) n R 13 , COR 15 , CO z R 1£ \ OC (O) R 13 % NR 8 COR 1J \ N 
(COR 15 ) 2 , NR 8 CONR 16 R lf \ NR 8 C0 2 R 13 > NR 16 R 15 , CONR 

5 1. »3^4 6icB«on:^4fca8J:tH:0*tt#, *©£#*ttffc *fctt* 
oftfWlttfroB^ft, ^±t«IM*ttlcflF*»riB4t©M[*fctt^n Y*9v9 

-A r fit 1 - 4f@^R 4 g^S-CffiS{Cg|*$tt^7a:^/K try S^Ufcfcl* 

-R 3 ttNR 6a R 7a £fcf*OR 7 :fcJ;tf 
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5 2. R^J3£tfR 7 ^**6£l/rH*fcB: x C -C 10 7^-efc»), *5j;tf 

ZiiZtico c x - c 10 T/p*/ww*ft^;h,(D<fra-ica6fi: utc r c 6 t/i-*/k 

C 3 -C 6 ^D7^, C 1 -C 4 AnT;l'*/K VTy, OR 15 , SH 

, S (O) „R 13 , COR 18 , COjR 15 , OC (O) R 13 , NR 8 COR ls , N 
(COR 15 ) 2 , NR 8 CONR 16 R 15 , NR 8 C0 2 R 13 , NR l6 R 1B , CONR 

ie R i6 ry-/K ^ory-/^j:tm^si^S^6S^$n5i~3iBo 

5 3. K*^5 llC|S«<0{t:-&W5^ (5i) wft-a*), 



5£ (5 1) 



R 3 i>— NHCH (n-Pr) 2 , R^iMe, R 4b #H, R^Me, R^H 
r3r>t)R 4o *SH-Cfe5S; (5 1) <7>ik&&>^ 

R 3 #-NHCH (CH 2 OMe) 2 , R 4 "iSMe, R 4b ^H, R 4c #Me, R 4d 
^H-C*>>) R 4o *SH-rfc5«; (5 1) <D{b£«3 % 




-37- 



R 3 ri*-N (CH 2 CH 2 OMe) 2 , R 4a #Me, R 4b ^H, R 4c #Me, R 4d # 
H-Cfc^R^HI?*)^ (5 1) ©flA*, 

R 3 *S-N (c-Pr) (CH 2 CH 2 CN) , R 4a ^Me, R 4b #H, R 4c #M 
e, R 4d ^H-Cfc!5R 4e ^H-C&6S; (5 1) <Dfc&fa^ 

R 3 tf*-N (CH 2 CH 2 OMe) 2 , R 4a #C L R 4b #H, R 4c ^Me, R 4d # 

H^cfei? R 4e ^H-efc5* (5 i) <n{c§m^ 

R 3 ^-NHCH (CH 2 OMe) 2 , R 4a ^C U R 4b #H, R 4c #Me x R 4d 
^H-Cfe!9R 4o ^H-e*>5S (5 1) (Oit^s 

R 3 ^-NHCH (Et) 2 , R 4 ^CK R 4b #H, R^Me, R^H^fe 
9R 4o #H-CfcS5*; (5 1) <Oft&m, 

R 3 #-N (Et) 2> R 4a a*Me, R 4b tfH, R 4c rt*Me s R 4d ^Htfc9R 4e 
tfHVhtt (5 1) <Dit&to, 

R 3 rt*-N (n-Pr) (CH 2 CH 2 CN) , R 4a »e, R^H. R 4c a*M 
e, R 4d ^H"C**? R 4 *&HVhZ3: (5 1) 

R 3 *S-N (n-Bu) (CH 2 CH 2 CN) , R 4tt ^Me, R 4b #H, R 4c ^M 



e. R 4d ^H*C$>!9 R*°tfHVhtt (5 1) <Dit£Vo s 

R 3 ^-NHCH (n-Pr) (CH 2 OMe) , R 4 ^M e> R 4b ^H, R 4c tf* 
Me, R 4d ^H-Cfc») R 4o &HVhtt (5 1) 

R 3 ^-NHCH (Et) 2 , R 4a ^Me, R 4b ^H, R^OMe, R 4d ^H"C 
fc?)R 4 ^H-CfcSS (5 1) <Dfc&^ 

R 3 ri*-NHCH (CH 2 OMe) 2 , R 4a ri*Me % R 4b #H, R 4c #OMe, R 4 
d tfHVhV R 4o ^H-Cfc$^; (5 1) (Dft&fe, 

R 3 J&5 (S) — NH (CH 2 CH 2 OMe) CH 2 OMe, R 4a ^Me, R 4b ^H, 

R 4c ^Me, R 4d ^H-Cfot)R 4o ^H-Cfc^^; (5 1) <Dit&®^ 

R 3 ^-NH (CH 2 CH 2 OMe) CH 2 OMe, R 4a ^Me, R 4b #H, R 4c # 

Me, R 4d ^H-Cfe»)R 4e ^H"Cfc-5S; (5 1) <Dik&®), 

R 3 #-N (CH 2 CH 2 OMe) 2> R^Me, R 4b tf*H, R 4c #C 1 , R 4d # 

H-C*>!9R 4o ^H-C*>5^ (5 1) <Dik&®)^ 
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R 3 #-NH (Et) , R 4a tf*Me, R 4b tf*H. R 4c #Me, R^HtfcO R 4 
^HtfcW (5 1) <D{t&®, 

R 3 tf-NHCH (n-Pr) 2 , R 4a tf*Me, R 4b #H, R 4c #C K R 4d #H 

R 4o ^H"Cfe5^; (5 1) <D{k&& % 
R 3 ^-NHCH (CH 2 OMe) 2 , R^Me, R^H, R^C U R 4d 

*H-e*>0R 4a 3ftSH-c«>a«: (51) <oqc&m. 



R 3 & (S) -NH (CH 2 CH 2 OMe) CH 2 OMe, R 4a #Me, R 4b #H, 

r^ck R 4d a*H-e&9R 4o asHr&5a; (51) ofc^tt, 

R 3 *S-NH (CH 2 CH 2 OMe) CH 2 OMe, R 4 ^Me, R 4b #H, R 4c # 

C 1 % R^HtfcOR^H-CfcSS (5 1) 0>{fc£*, 

R 3 ^-N (n-Pr) (CH 2 CH 2 CN) , R 4a ^Me, R 4b ^H> R 4c ^O 

Me, R 4d ^Htfc!)R 4e ^H^5a (5 1) Oft&Vo. 

R 3 *S-N (Et) 2 , R 4a #Me. R 4b #H, R 4c #OMe, R* d &HVh*)R 

4o *H"C*>5a; (5 1) (Dib^m. 

R 3 ri* (S) -NH (CH 2 CH 2 OMe) CH 2 OMe, R 4a ^Cl, R 4b #H, 

R 4c ^Me, R 4d ^Ht*)DR 4e ^H-Cfc5* (5 1) Offr&tt, 

R 3 tf*-NH (CH 2 CH 2 OMe) CH 2 OMe, R 4a a*C K R 4b #H, R 4c d* 

Me, R 4d ^H-Cfc!9 R 4o ^HTfe^S; (5 1) <Dit<&®, 

R 3 rf*-N (Et) 2> R 4a #C K R 4b #H> R^Me, R 4d ^H*Cfc 0 R 4 ° 

R 3 tf*-N (c-Pr) (CH 2 CH 2 CN) , R 4 ^Me, R 4b #H, R 4c tf s O 
Me, R 4d ^H-C$>^) R 4e ^H"Cfc5^; (5 1) <Dffcg^ 
R 3 ^-N (c-Pr) (CH 2 CH 2 CN) , R 4 WK R 4b ^H, R 4c #M 
e, R* d &H~Qh*) R 4e #H-C&S5*; (5 1) Offrg*. 

R 3 rt*-NHCH (n-Pr) (CH 2 OMe) % R 4a #Me, R 4b &H y R 4c a* 
OMe, R 4d ^H-e*>«9R 4e ^H^fc^^ (5 1) 



R 3 #5 — NHCH (n-Pr) (CH 2 OMe) , R^CK R 4b #H, R 4c # 
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Me, R^Htfc^R^H-Cfc^S (5 1) (Dffrg^ 

R 3 ^-NHCH (Et) 2> R 4tt ^Br, R 4b a*H, R^OMe > R 4d ^OM 

e-?h*)R 4o frH-ehtt (5 1) 

R 3 #-NHCH (Et) 2> R 4a #Br, R 4b #H, R^OMe, R 4d #H-C 

hVR^tfnvhtt (si) <oit^m. 

R 3 a*-N (CH 2 CH 2 OMe) 2 , R 4a ^Br, R 4b #H, R 4c ^OMe, R 4d 
^H-Cfe*5R 4o ^H-C*>^a: (5 1) <0<t£®s 

R 3 riS-NHCH (CH 2 OMe) 2 . R 4a ^Br, R 4b ^H, R 4 ^OMe, R 4 
^HXhQR^&HVhtt (5 1) <D{t&®>. 

R 3 #-N (Et) 2 , R 4a #Me, R 4b #H, R^CU R 4d ^H"Cfc «9 R 4a 
tfHVhtt (5 1) *><fr&*K 

R 3 ri*-N (Et) 2> R 4 W1, R 4b d5H, R 4c ^OMe, R^OMeti) 
9 R 4e aSH-C&*5*; (5 1) Ofls^ft, 

R 3 ri*-NHCH (Et) 2 , R 4a #CK R 4b #H, R 4c ^OMe, R 4d #OM 
e-CfcOR^SH-CfeSS; (5 1) <Dik&90s 

R 3 *S-N (CH 2 CH 2 OMe) 2> R^C U R 4b #H, R^Cl, R 4d ^ 
HVh*)R 4G &H-Qhtt (5 1) <0{t£*, 

R 3 #S— NHCH (CH 2 OMe) 2> R 4ft ^C 1, R 4b tf*H, R 4c #C K R 4 
d ^HT?fct)R 4e ^H-C$>^^; (5 1) <Dib&%)s 

R 3 tfS-N (Pr) (CH 2 CH 2 CN) , R 4a #C U R 4b ri*H, R 4c #C U 
R 4d ^H-Cfct)R 4o ^H-Cfe5S (5 1) Offrg^ 

R 3 #-N (Bu) (Et) % R 4a d5CK R 4b #H, R 4c #C U R 4d ^H"C 
*>9 R 4e d5H-Cfc5*; (5 1) Oft^», 

R 3 ri*-NHCH (Et) CH 2 OMe, R^Cl, R^H, R^CK R 
4d ^H"Cfc»)R 4e ^Ht?i)5S (5 1) ©ffr&tt, 

R 3 ^-NHCH (Et) 2 , R 4a #CK R 4b ^H, R^Cl, R 4 *tfHVh 

9R 4e tf*H-e$>53; (5i) ofta*, 

R 3 tfS-NHCH (Et) 2 , R 4a a*Me, R^H, R^Me, R 4d ^HTfo 
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9 R 4e #H-?fc55$ (5 1) <Dffr&* % 

R 3 ^-NHCH (Et) 2 , R^CK R 4b #H, R 4c a*Me, R 4d #H-C*> 
^R^Htfc^S (5 1) <Dik&m* 

R 3 as-NHCH (Et) 2 , R 4a #Me. R 4b #H, R^Cl, R 4d ^HTfe 
9 R 4e ^H"C^^ (5 1) (Oit&fa 

R 3 i J -NEt 2> R 4a #Me. R 4b #H. R 4c >&SOMe x R 4d *SH-e& 0 R 4o # 

h-c&s*: (5 i) <Dik&y> % *5<ttf 

R 3 #-N (Pr) (CH 2 CH 2 CN) , R 4a #Me v R 4b #H, R^OMe 
% R 4d ^HT$>»9R 4o ^H-efcSS; (5 1) tftffr&ft, 



5 4. jfflfE{b£fett, 7- (3— <V^r^7) -2, 5-^^/U-3- ( 
2-^^/U-4-^ h^ri/^^n/L.) -[i, 5-a] - \fy V n \f V * ity? 

5 5. ffllBft^*tt, 7- (i?^;vT%;) -2, 5-^^-3- (2- 
^^-4 h+^asiA'- [1, 5-a] -^^Pt^y $ v^y"Cfo5^ 

5 6. flMBfb&tttt, 7- (N— (3-i/7;/a^) -N-:/p ^/WT S / 
) -2, 5-v^5vl/-3- (2, 4-^^/V^^^/U) - [1, 5-a] - 

5 7. ^¥»fcfF#WIBttfitt*^ 
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6 0. mM¥mm®-5imtm##s:xftem±.GW£&<Dm&m3 9»ris*<ofb 

6 5. HSiJ*fl<)^fFSpr«|/ifi«c43j:t)«?&S±^^S©fS*^5 6 lc|2«fctf>{t: 

m&*itti>bmm. siMBira, t hfto^^A'X (h i v) 

tt* h uo*, HESSffi, ffl«P*J J:t^M^«, TA,*>Aa ffifc ft 

Slttt<ill9ltiKft3& ttJUftt. *fctt, *©l**©i«#CRF~©ttlftt:J:o 
TJfc*S*i$t>L<l***fc*S» CRF*IW*fcHt«Sli-*|»»«r'Srtf!»«t 



t*ft$fc(*&£A, gJ&SBfS®, t hftfi*&?<f a* (H I V) &Sfe£, ffl 

oTi«$WtK fcfcg&fc: 4 * , c R F iWmt. fcl*«aN-« PI* ft*tr tf 5 
6 8 . f&*±=t3b*S©S&J»S 3 8 lcE«wfl:^«iSri«ajSCiS;#-f <5 £ £ 

»«ft*fc«tii*a, sn&igra®. t YtoBfi&Mfr* (h i v) m 
o ra* * *i« t u < 46, c r f n>m%* fcimm-tz mgfrfstnn 

t«s*fctt'Di^s, sj&itBaa, t h&s^^A-* (h i v> m 

iitt* KU*, gffiSffi, mMUtffflHftft. #«F> ffift 

otSfi6$HSfcU<H:«B<c45, CRF3WBt**fcl±lHti-*l»»*-*tf* 
*JvKIR**H4v^l»»ftif©ilWIJ(fc*rt5»iEjS. 
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ttm<om-km^s, sum*, mmtftttr^^-^mm^ -L>jt 
g^mmm. t hft&*±t.<<ji>x (h i v) m 

gfl&tMfajg, t Ytogpf±tr-<< fr*. (H I V) j&Sfeffi. HI 
7 2 . i&*J:#3ift*©Mf#« 5 4 £ro©fc6**«9UHtt:&£-t-S E & &4$ 

simbnh, t (h i v) ssfeffi, m 

ffltfltttlHinHbft. ttfattft, *fcl* v *©»£©f&£asCRF^©fttalc± 



t^ssfctt^®, Qismfflm. t h&&*±t<{A'x (hiv) m^k&s m 
W&B*izrt-b$i&, gJ&tBISffi> t Y*.&*±*;<<fl'X (h i v) m 

iiatt^h^, mmm. ^tm. mu*sz.immty®. xht^. mat. 
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h%m<r> [1, 5-a] -\fyVu-l, 3, 

[l, 5-a] -l, 2, 3-hyr5/D-i, 3, [1, 

5-a] -f^v'n-fy Zi?^miS£V [1, 5-a]-l, 2, 3 - m; r 

&m&WMm*A>* V&fflB^ (£ATC R F t Bf tt, 4 1 ®<DT =• / 6&a> 

C)&*<0^zf^V&m(0^%t£±m^tm®®>W-?1bZ>{J. Rivier«L Proc. N 
at. Acad. Scl. (USA) , 80«, 4851-<-^ 1983¥ : f. Vale<&> Science 
, 213#, 1394"<-^ 1981^) . T*fr(C*3lt5(*J^tt<Ofi:#JlcA0^ CR 

•CfeS (W. Valefife, Rec. Prog. Horn. Res. 39#, 245^<— 1983¥;C.F. K 
ook Persp. Behav. Med. 2a£, 39^<— 1985¥ ; E. B. De Souzafft, J. Neuro 
sci. 5#, 3189^-i^ 1985^) . CRF:J5, £S^#K <bWmb#iiV&&¥ 

$>5 (J.E. Blalock, Physiological Reviews, 69#, 5?, 1989^; J. E. M 
orley, Life Sci. 4tf£, 527^— 5?, 1987^) . 
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0*Ea»*3J:t«PU8±a*^*J^^Tfc. CRFcD&^JdMK^JvCtfc (E.B. D 
e Souza, Hosp. Practice, 23*, 59^<— >\ 1988*££r#fia<0 £ t ) Q 

SF) *OCRF^tftt:R*ICitlO"r5 (C.B. Nemeroffffc, Science, 226*, 1 
342^—^, 1984¥;C.M. Bankiflfe, Am. J. Psychiatry, 144*, 873^<— i/, 198 
7*£;R.D. Francefifc, Biol. Psychiatry, 28*, 86^—^, 1988*p ; M. Aratoffi 
, Biol Psychiatry, 25*, 355^-^, 198W) e $<bKl, S »#«>t(Hlft«* 
«>CRFS»fMttf>«JtlC|fe^U r*t»CRF«i»»fc-arr* (C.B.Ne 
meroffffi, Arch. Gen. Psychiatry, 45*, 577*<*-S^ 1988^) 0 5o#| 
»aa#4*tfc) CRF|Cjrr*»»A»P«*A^ev (ACTH 
) (Dfc&mittm&ZtlT^^Z (P.W. Goldfife, Am. J. Psychiatry, 141*, 619 
•^—3^ 1984^ ; F. Holsboerffe, Psychoneuroendocrinology, 9*, 147^< — i? 
, 1984^; P.W. Goldffc, New Eng. J. Med. 314** 1129^—^, 1986^0 0 y 
y h*$J:tf fc bK^wafiWcfertSWBflctttRt, CRFOia»»3ftSfc bop 

l>5 (R.M. Sapolsky, Arch. Gen. Psychiatry, 46*, 1047^— 1989^) 0 
H«*tt5o»|«scRF»**WbS*, Brt©#»oCRFS#»«rH»UT 
5 ^ifSWHtfiSs^fc^ (Grigoriadisffe, Neuropsychopharmacology, 2* 
, 53^- i?, 1989^) o 

^FftBBit«l«o*!H»fc*5V^-ct), CRF©«MaHR£*ftT*fc. CRFtt 
, Wimcm*X*&m£. (anxiogenic) flUB Sr£*ffl U ^sViSTMVls/UE 

^£>>Wc£;h,Ttfc (D.R. Brittonffi, Life Sci. 31*, 363^— S^, 1982¥ ; C 
.W. Berridge*5<J;tM.J. Dunn Regul. Peptides, 16*, 83^-v?, 198630 0 
CRFS**Jj^fc^Snrv^So-6*^fcy^CRF (9-4 1) 
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<D ratR&JHRj flU8«r£*«*ri LTV** (C.W, Berridge:fc<fc 

T/A. J. Dunn Horm. Behav. 213g, 393^<— S^, 1987^, Brain Research Reviews 

, is#, 7i^—^ 1990^) 0 wmt^tt). rt»»*5j:^*{«S'&K»tt-r-< 

*^Ktt* ?y htfX60i*& (conflict test) (K. T. Brittonffe, Psychopharmaco 
logy, 863£, 170^—^, 1985^ ;K.T. Brittonffi, Psychophannacology, 94^ 
% 306^-v*, 198830 *5j:l*ff»SKlfc (acoustic startle test) (N. R. Swe 
rdlowflS, Psychophannacology, 88#, 147^<— 5*, 198630 tf>V>1* ftte^T t 
, CRFCO ryp^Sfej «Ufl«r»«>a o <<>>*S&T1!V >g£<«£ft#J (Rol5-l 
788) J*, *^9^ha»^O*ff»ttJStt«r*<t>O0!>, J8&##ttlCC 

RFofp«*raes*, ^^y^riftr^afpfflSR (FG7H2) «crfco 

ftMB^TtiiLfc (K.T. Brittonffi, Psychopharmaco logy, 94ig, 306^— ^, 198 

ii« c r F&&m<om\\m* lt^s t ^ 5 Mt^x <b*i/o>fc 0 wick* 

RF^ 41 ) ©fWBtr«^fc^fl»»T\ CRFflftfOW^ -<^y^T^tfvS 
tmn<o rgt^m«j ttm%±*i£1-zbiWbfr\c£tiitzbxhZ (g.f 

. Koob^J itflC. T. Britton. Corticotropin-Releasing FactorrBasic and Clini 
cal Studies of a Neuropeptide, E. B. De Souza:fc <fc TK. B. NemeroffH, CRC Pr 
ess, 221^-^, mQ^i^mOZ t) . 

<D£ot£\mm\Z.\Z, DuPont Merck PCTffiKUS 9 4/1 1 0 5 0 

, Pfizer WO 9 5/3 3 7 5 0, Pfizer WO 9 5 / 3 4 5 6 3 , Pfizer W 
0 9 5/3 3 7 2 7*5j;OTfizer EP 0778 277 Al^*5, 
*P$R9l:*5V^, [1, 5-a] -fy/n-l, 3, 
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[1, 5-a] -1, 2, 3-hyr/n-l, 3, &-bVTi?^m. [1, 



5- a] -Vyyu-VV *i/>m&£Xf [1, 5-a] -1, 2, 3 - T 
fllx.**, EP 0 269 859 (Otsuka, 1988^) tt, ^V^^tl, 




±5t-e, R^soHSfcftrAo&y^K r 2 #h, oh, ^itnswv, r 3 # 

^?P®^S^;Sx t7f/^^|j;ift7x^vcfe5f7> r P h VT Visits 
EP 0 594 149 (Otsuka, 1994^) ft, frttmZtl, 
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*m&ft% 3, 910, 9 0 7 * ( I C 1 . 1975^) ft^^t £ ft. 



Z 




Y 



X 



±tts R^CH 3 , C 2 H 6 £fcteC 6 H 5 , X#H, C 6 H 6 , m-CH 3 C 6 H 4 
, CN, COOEt, CK I^fcHBr, Y#H, C 6 H 5 , o-CH 3 C 6 H 4 
, ^fc«p~CH3C 6 H 4 -e. Z^OH. H, CH 3X C 2 H 5 , C 6 H S , n-C 3 
H 7 , i-C 3 H 7 , SH, SCH 3 , NHC 4 H 9 , SfcteN (C 2 H S ) 2 -?fcSf 

#H#fFSR3, 9 9 5, 0 3 9^-11, 



#g«p*F»5, 137, 8 8 7tit 



NR*R 3 
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OH 




^S«P^4, 8 9 2, 5 7 6f{l friZXmZtl. 




R 9 



#ffl#?FSS5, 4 8 4, 7 6 O^&XxmO 9 2/1 0 098^^^ 




±.*,X, A^N, B#CR 3> Ra^^x^/^yt^ffl^^^^^^-Cfc^rt 
RrfS-N (R 4 ) S0 2 R 5 *fc^-S0 2 N (R 6 ) R/Cfcfl , R^J: 
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2 Y 2 v 

_„=l_i=i_ _„=!_ 

*B4*ITS3, 9 10, 9 0 7#:fc,fctfSengafl& (J. Med. Chem. 25^ 243~ 
249^-v^ 1982¥) I*, ^-C^^tt, 




±^-C, Z#H, OH, CH 3> C 2 H 6V C 6 H 5v n~C 3 H 7 , i so-C 3 H 7 
, SH, SCH 3 , NH (n-C 4 H 9 ) , £fcl*N (C 2 H 5 ) 2 , R#H*fcWtC 

H 3 -eR 1 ^cH 3 ^^ttc 2 H 5 Tfc^ hyr/o hyr^yScAMP^^i^ 

So 



W095/3 5298 (Otsuka. 1995^) i*> f7/n^H^yi^L 




Q A R ? 



EP 0 591 528 (Otsuka, 1991^) ft, fc£-C*£Jl« 



ttSc^Hm^ti^T/^K i/^nrm Sfcti^-zK R 5 #SR 6 £fc 
r±NR 7 R 8 , R 6 *.fcr»s;/w*fctt:ffiK^«»S4Xfe73 i =i/u, R 7 *3<fctfR 8 dS 



SpringerfifeQ. Med. Chem. 19#, 2*, 291—296^-i^ 1976*F):fc<fctfSprin 
ger#B#W»4 0 2 l t - 5 5 6#*3j;tf*3 f 9 2 0, 6 5 2ftt, ftStfS 

Six, 
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OH 




R 



Joshiffi (J. Prakt. Chemie, 321^, 2-*§\ 341-344^, 1979^) (i, &5£-C 




C 6 H 5 



JbSfrC* R 1 #CF 3 , C 2 F 5 , *fcliC 6 H 4 F-C, R 2 ^CH 3 , C 2 H 5> CF 
3 , *fcttC 6 H 4 F-C*>S^«jSrBB^LTV^o 
Maquestiauffc (Bull. Soc. Belg. 101^. 2-^\ 131~136^— 1992^) \t 



KIXD, VyVu [1, '5-a] VM^V«rW*LTV*S 0 




CsHs 

Ibrahimffi (Arch. Pham (Weinheim) „ 320#, 487~491^<— ^ 1987^) 

, Rare* £ it* 
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Ar 



_h^T\ Ra>NH 2 £fclSOH, A r 4 -7==-/U- 3 —>7V - 2 -T ^ y 

try K-2-- r^-e&str^^n [1, s-a] try $3^/a*H9i,-c^«. 
r^ntry s ^>a«rB*Lrv^st©«©#%3dttictt, ep o 511 

5 2 8 (Otsuka, 1992^) , *S«pff^4, 9 9 7, 9 4 0f (Dow, 1991^) 
, EP O 374 448 (Nissan, 1990¥) > *B«f*F#4 t 6 2 1, 5 5 
6# (ICN, 1997¥) x EP O 5 3 1 90 1 (Fujisawa> 1993¥) . *H 
4MWR4. 5 6 7, 2 6 3f (BASF, 1986^) , EP O 662 477 (Isa 
gro, 1995^) , DE 4 243 279 (Bayer, 1994^) , #B#fFf&5, 
3 9 7, 7 74f (Upjohn, 1995^) , EP O 521 622 (Upjohn, 19 
93^) , WO 94/109017 (Upjohn, 1994^) , J. Med. Chem. 24^, 
610-613^—^, 198l43iJ:tfJ. Het. Chem. 22^, 601^—^, 1985^, 



mmmft. mm*$m, 9ittnwft?0tt& c 

r f ^<Dtffi>\c x o xm& s ti% i> l < xms, tc* -5 , crf a^ie* fc i^it 
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0>%£B& ; ; 3XtEtt£® (bipolar disorders) ; tm%9. ; 

mm-.xb rsxtmm ■, ns> t hngpf±94A>x (h i v) mmm rtw^ 

K ; ¥«»S«SiEa-roJB^F±jE^» ; fitfiJIStf/i^V (ADH) ^il-g-ffi&S* ; 



s; (i) *5<£tf (2) m^(o) (Dmmik&mzmmi-Zo *%w<Dfc&®>tt. 
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itoffl-ttXo-ZhZ. #38Wli, 5$ (1) *>£V (2) (ommik&to&'srt-tz 



bux&m, ®±M&. ftftMM. TAVAwf-v-*, fl»*B*, ttftttftft 
A, &Jrir£**fci*6*Uft. gJ&ffilSJS, t h&ffi*£?WVw;*. (Hiv)ti 

) *5«fctf(2) ©fl:^*. 




(1) 



(2) 



-57- 



Arte, y^fV^ i-y^/K WiS/K W $ bVTi?~/K 

RI^ALX, ^ft^UO^fclH. C 1 -C 4 T/^/K C 2 -C 4 T/W^^ 
* C 2 -C 4 T^^/K C 3 -C 6 ^^n7;V^K C 4 -C 7 v^^ n T/V^r/WT/P 
CN, C x -C^vTA'*Ari*P>m3R£tl* 
R^ttSfcUT, ^rti^H^^JCH, C 1 -C 4 T^^r/K C 2 -C 4 T/l"5r~ 



A\ C 2 -C 4 T/W^r^V, /Nn, CN> Cj-C^dW^ C l -C 12 t K 
P^ri/T/W^K C 2 -C 12 T/^^^i/r/^/K C 2 -C 10 V7;W/K C 

C 4 T^/U-NR 9 R 10 > NR 9 COR 10 , OR 11 , SHSfctt 
S (O) n R 12 ^fea»l*Jl, 
R 2 f4, H, C 1 -C 4 T/^/K C 2 -C 4 7VWr~/K C 2 -C 4 T/^^V, 

*S/T^'*A\ ^n. CN, -NR 6 R 7 , NR 9 C0R 10 , 
-NR 6 S (O) n RV S (O) n NR 6 R 7 % C r C 4 />Pr;^/K -OR 7 . 
SH^fi-S (O) n R 12 frt>m$ltStl. 
R 3 tt, 

-H, OR 7 , SH, S (O) n R 13 , COR 7 , C0 2 R 7 , OC (O) R 13 , 
NR 8 COR 7 , N (COR 7 ) 2 , NR 8 CONR 6 R 7 > NR 8 C0 2 R 13 , NR 6 R 
7 , NR 6fl R 78 , N (OR 7 ) R 6 , CONR 6 R\ T V — 7K ^7n7y-;^ 

-CrC 10 7M;K C 2 -C 10 T/^^/K C 2 -C 10 77Mr-/K C 3 -C 
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T/l^/K >T7, OR 15 , SH. S (O) n R 13 , COR 15 , C0 2 R 15 , OC 
(O) R 13 , NR 8 COR 15 , N (COR 15 ) 2 , N R 8 C ON R 16 R 1J \ NR 8 C 
O z R 13 , NR 16 R l <\ CONR 16 R 16 , T V — /K n T U — /Kfc <fc tfjg^f 



3r/K N0 2 , /nh. CN, C r C 4 ^P7^/K NR 6 R 7 , NR 8 COR 7 , 
NR 8 C0 2 R 7 , COR 7 , OR 7 , CONR 6 R 7 , CO (NOR 9 ) R 7 , C0 2 R 
7 , *fcf±S (O) n R 7 (C^-C^TA'*^ C 2 -C 10 T/U>Jr^/K C 2 -C 10 

co^ti^f-Wl, *ix?tto»&|j:SfcScUTC 1 -C 4 r/^^K N0 2 , ad, c 
N, NR € R 7 > NR 8 COR 7 , NR 8 C0 2 R 7 , COR 7 , OR 7 , CONR 6 R 7 
, C0 2 R 7 , CO (NOR 9 ) R 7 , *ft\*S (O) n R 7 *>e>8&$ *t<5 1 - 3 <@ 

R 6 *5<fctfR 7 , R 6a :fcJ;tfR 7a raffii:LT, zttseiwm&\c % 

-H, 

-C r C 10 7/^/K C 3 -C 10 T/^=/K C 3 -C 10 T/^^/K 
^JSC^U-l OiBcoC^Cjo^nT/^/K C 2 -C 8 7;l/P^rV7;^;K 
C 3 -C 6 ^p7;v^;K C 4 -C 12 ^^d7/^;v7/1/^/K C 5 -C 10 i/*n. 
TA^/K ^fc^C 6 -C 14 i/^PT/v>$r^r^/v (^fteftoSte, * 
n^tKO^^IfiirUTC^Cer^/K C 3 -C 6 ^^n7/^;K /np, C 
r C 4 ^n7M;K ^7V, OR 15 , SH, S (O) n R 13 , COR 15 , C0 2 
R 15 , OC (O) R 13 , NR 8 COR 15 , N (COR 15 ) 2 , NR 8 CONR 16 R 1 
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*\ NR 8 C0 2 R 13 , NR 16 R 1£ \ CONR lfl R 15 , ^oTJ-/P 

* (c 1 -c 4 77Mr/i') . (c x -c 4 r/w^) frt>m 

£>*l>f±, NR 6 R 7 *5<tUfNR 6a R 7a ^^Lr^y fp^^ 



R 12 «t C j - C 4 T /W^* fc ft C 1 - C n T/U^;UX*h 9 . 
R^HC^C^M/K Cj-C 4 />nT^;K C 2 -C 8 T^3*S/r/^ 

Ty-/P (C^^T/i^V) ^fP7!)-/K Arnr!) *-/U (C x -C 4 

R l4 tt, C 1 -C lo 7Vl'*/K C 3 -C 10 r/^^K c 3 -c 10 r^-/w 
C 3 -C 8 ^p7W;K *fc«C 4 -C 12 i/^7;W7;^ (ZtiZti 

% C 1 -C 4 />p7/V^;K fTA OR 15 , SH, S (O) n R 15 , CO 

R 15 > CO z R 1£ \ OC (O) R 1£ \ NR 8 COR 15 , N (COR 15 ) 2 , NR 8 C 
ONR^R 15 , NR 8 C0 2 R 15 > NR 16 R 15 , CONR 16 R l£ \ ^XrJC 1 -C G 

R 1 *&£XtR 1 *tm*Ll>X* Ztl?tl<Dm&\CH, C^CeT/U^r/K C 3 - 
C lo ^P7;V^/K C 4 -C 16 V^P7/i/^7/^;u (S (O) n R 15 tf>J§^ 
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&UTC 1 -C 6 T>w*/K C 3 -C 6 i/^P7W/K ^n, C r C 4 ADm 
/k ^ry, OR 15 , SH, S (O) n R ll \ COR 15 , co 2 r 15 , OC (O) 
R 15 > NR 8 COR 16 , N (COR 15 ) 2 , NR 8 CONR 16 R lf \ NR 8 C0 2 R 1 
<\ NR 16 R 1{ \ *3j:t/CONR 16 R l6 ^6^$^6l-5liO@^SreS 

-O'Ky/K fny/K ^ ^y/77^/K 'O'r/^^./K 

^T^y/K Vyyy/K 2, Ko^/fxs 

&&LTC 1 -C 6 TA'3f/K C 3 -C 6 ^^rM/K -^n, C 1 -C 4 /M3TA' 
*/K >T/. OR 15 , SH, S (O) n R 15 , -COR 15 , C0 2 R lj \ OC ( 
O) R 15 , NR 8 COR 15 x N (COR 15 ) 2 , NR 8 C ONR 16 R 15 , NR 8 CO 
2 R 1J \ NR 16 R 15 , *5j;t;CONR 16 R 15 ^e>^$^ l-5<@(Dg^S-C 

Ci-C^nm/K W A OR 15 . SH, S (O) n R 1J \ COR 15 
, C0 2 R 16 , OC (O) R lf \ NR 8 COR lf \ N (COR 15 ) 2 , NR 8 CON 
R 16 R 15 , NR 8 C0 2 R 1£ \ NR 15 R 16 , *5 £tfC ONR 16 R 15 ^e>51«^^5 

l~5®o©&gr&Ic(cg&$;hrtv^) *>baft£it, 

[2] *8JjOff*U^6fi, St (1) (2) Ar#7xs 
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[3] «B»w©*9#*w*arfctt. at (i) *fcf* (2) rstsn, a^n 

, Zd^CR 2 , Ar#2, 4-^no7x^/K 2, 4 

fc«2, 4, 6-hV fT-fry*-^ R^Jclf R 2 j&M f/^R^NR^R 7 
[4] * (1) (2) ©flte*. 




(1) (2) 

AH, N*fcttCR"C*>!K 
ZWt % N*fcttCR 2 tfc^ 

ArU, 7x^, t7f/K fc^vvK tfPSS^A', h!JT^~/K 77 
^:n-/K ^<W^a:c=./K / <>'/77-;K 2, 3 -5*1: 
7=/K 2, -f >^=/K 1, 2— <^^t"7- 

/K 3, 4-^fcKn-l, ^h^JI^ tttlZtUOA 



Rftiilt, -tJx-Pftotfrg'fcH, C 1 -C 4 r;v^/K C 2 -C 4 T/W>5r^/^ 
, C 2 -C 4 7A'*~/K C 3 -C 6 i/^om;K C 4 -C 7 ^d7;^;V7^ 
*7K ab, CN, C-C^DT/V^bM^, 

R 1 fi8fiSCU"C > ^ttm^S^tdH, C 1 -C 4 7/MM', C 2 -C 4 T/Wr~ 



-62- 



/K C 2 -C 4 TA'3r~A', '^n, CN, Cj-C^qTM/K C X -C X2 M K 
n^rVT/W^/K C 2 -C 12 r^=i^ri/T/^K C 2 -C lo ^7/7/^/K C 
3-C 6 ^^pryv^yK C 4 -C l0 i/^p7/^r;^/K NR 9 R 10 , C A - 
C 4 7;^-NR 9 R 10 , NR 9 COR 10 , OR 11 , SH£7cft 

s (o) n R 12 t>bmvi£ti, 

R 2 te, H, C l -C 4 T/W^K C 2 -C 4 T/U>{r^/K C 2 -C 4 T/V^r^/K 
C 3 "C 6 ^P7/^/K C 4 -C 10 '>^d7/^7/^/K C r C 4 t Ko 
*VT;Mr/K /np, CN, -NR 6 R 7 , NR 9 COR 10 , 
-NR 6 S (O) n R 7 , S (O) n NR 6 R 7 % C r C 4 ^P7M;K -OR 7 , 
SHSfcll-S (O) n R 12 frbmtR2iX. 

R 3 tt, 

-H, OR 7 , SH, S (O) n R 13 , COR 7 , C0 2 R 7 , OC (O) R 13 , 
NR 8 COR 7 , N (COR 7 ) 2 , NR 8 CONR 6 R 7 , NR 8 C0 2 R 13 , NR 6 R 
7 , NR 6a R 7 \ N (OR 7 ) R 6 , CONR 6 R 7 , T!J— A\ ^fn7y^ 

-c x -c 10 r/w^K c 2 -c 10 r/^-/K c 2 -c 10 t/^^/k c 3 -c 

8 ^^P7M/K C 5 -C 8 ^^nr/^^/K C 4 -C 12 i/^P7^W/K 
/W*^HC 6 -C 10 i/^nr/W>5r^r/^^ (^ft^uosn, ^tT^ftO© 
^caSrbTCi-CeT/^W, C 3 -C 6 i/^7/^/K /np, C x -C 4 

ap7/^/K VTA OR 15 , SH, S (O) n R 13 , COR 15 , C0 2 R 15 , 
OC (O) R 13 , NR 8 COR 15 , N (COR 16 ) 2 , N R 8 CON R 16 R 15 , N 
R 8 C0 2 R 13 , NR 16 R 1S , CONR 16 R 15 , 7y-;K ^fP7U-;^J;i; 

R 4 t3, a^LTC^C^T/^/K C 2 -C 10 T^^/K C 2 -C 10 T/Mf 
^/K C 3 -C 6 ^P7W/K C 4-Ci2^^ o7 ^W/^/K N0 2 , ^ 
n v CN, Cj-C 4 ap7/^;K NR 6 R 7 , NR 8 COR 7 , NR 8 CO z R 7 , 
COR 7 , OR 7 , CONR 6 R 7 , CO (NOR 9 ) R 7 , C0 2 R 7 , *fcttS (O 
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) n R 7 (Ci-C lo 7A4^ C 2 -C lo T^^^/K C 2 -C 10 T/V^/K C 3 

^tKOWt&im&LXCt-C+T/Ulc/K N0 2 , ao, CN, NR 6 R 7 , NR 8 
COR 7 , NR 8 C0 2 R 7 , COR 7 , OR 7 , CONR 6 R 7 , C0 2 R 7 , CO (N 

or 9 ) r 7 , *fc«:s (o) n R 7 frbm&i$tiz i^3m<Dm&m-?{£mcm& 

R 6 *5<fctfR 7 , R 6a *3<tT/R 7a li3S&br, **imtf>S#lC, 
-H. 

-Cj-CjoTA^*^ C 3 -C 10 T/^=yK C 3 -C l0 T/Mr~/K ab^ 

viR-Hfci^i o©c r c lo /Mi7^ c a -c 8 r^a*s/r^*^ c 3 
?fi<om&\zi&$:LXC 1 -c e y/i'*;K c 3 -c fl ^p7^ ap, c a 

-C 4 ao7M^ fTA OR 15 , SH, S (O) n R 13 , COR 15 , CO z 
R 1S , OC (O) R 13 , NR 8 COR 16 > N (COR 15 ) 2 , NR 8 CONR 16 R 1 
5 , NR 8 C0 2 R 13 , NR 16 R lf \ CONR 16 R 15 , ^TD7!)-/l' 



(c^c^a^ao , ^gass-fcttmsfs (c^c^t/u^/u) frt>m 

fcSl^tt, NR 6 R 7 *3j:t^NR 6a R 7a ^aiz:L-Ct p ^y^V, ^D^^ If 

cosh, i-3<@<oc 1 -c 4 r^^s-ceE^Bgl$n'Cv>§) -e^o, 
R 8 «m5iLr, ^H^tt(0^jcH*fciic 1 -c 4 r/^/^e>3lRStb, 

R 9 ^5J:^R 10 «^L-C, *tt^tU^S^(CH, Ci-C^^/K *fctt 

R^ttH, C 1 -C 4 TA'*7K C 1 -C 4 /NDr/^/^fc^C 3 -C 6 V^nT 
A^A^&BKStl, 
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R l2 ttC x -C 4 W/V*fc»C r C 4 ^o7/^;l/tfc»), 
R 13 I*C 1 -C 4 TA'*>1\ C r C 4 /NDT/^/K C 9 -C a TA^^i/TA^t 

7J^ (C 1 -C 4 Ty^/i-) - .^ro7!l-;K ^fn7!)^ <C X -C 4 

R 14 H, Cj-C^^K C 3 -C 10 T/l->5r^/K C 3 -C 10 7VV'*~/K 

> ^n, C r C 4 />Dr/^;K *sT / ^ OR 15 , SH, S (O) n R 15 , CO 
R lf \ C0 2 R 15 , OC (O) R 1{ \ NR 8 COR 16 > N (COR 15 ) 2> NR 8 C 
ONR 16 R 15 , NR 8 C0 2 R 16 , NR 16 R 16 > CONR 16 R 1J \ KkVC^Ce 



R 15 *5j:t/R 16 ^3i:LT, ^r^tVOS^tCH, Cj-CeT^^r/W C 3 - 
C 1G ^nm;K C 4 -C 16 i/^nr/^7/^ (S (O) n R 15 co^ 

£LTC 1 -C 6 77l'*yK C 3 -C 6 ^^p7;^;K Ci-C^PTW 
>K fr>\ OR 15 . SH, S (O) n R lf \ COR 15 , co 2 r 15 , OC (o) 
R 15 , NR 8 COR 15 , N (COR 15 ) 2 , N R 8 C ONR^R 15 , NR 8 CO z R 1 
5 , NR l6 R 15 , j6J:t;CONR 16 R l5 ^e)^$ti§ l~5<@^g^S-Cttit 

7— /k */y~/K ^y*/y=/K ^~/k -fs*vy/K ^r^/y/K 

-f^Ky/K eny/K t^rfyy/K ^y/77^/K ^y^fx^K ^ 

y^r^y/K -Yv^f-^y/K tr^/y/K 2, kp^^^ 
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a&LTCi-CgT/V^K C 3 -C 6 ^nW;K C 1 -C 4 ab7A' 
i'TV, OR 15 , SH, S (O) n R 1J \ -COR 15 , C0 2 R 1S , OC ( 
O) R 15 , NR 8 COR 15 , N (COR 15 ) 2> NR 8 CONR 16 R 15 , NR 8 CO 
2 R 15 , NR 16 R 15 , *5i:l^CONR 16 R 15 ^^^$fl-5 l-5^<Dg«|S-C 

n, Ci-C^nm/K W A OR 15 , SH, S (O) n R 1J \ COR 15 
, C0 2 R lf \ OC (O) R 15 % NR 8 COR lf \ N (COR 16 ) 2 , 



NR 8 CONR 16 R 15 , NR 8 C0 2 R 15 , NR 16 R 16 X *> <fctfCONR 16 R 15 a> 

fit, 

(1) A#N, Z^CR 2 , R 2 #H, R 3 ^-OR 7 *tlj:-OCOR 13 , *5j:t^ 
R 7 *SH<D»&W\ RMlH, OH*5iVSH©V^i"tlT?t>ft<, 

(2) A^N, Z^CR 2 . R 1 ^CH 3 ^^HC 2 H 5 , R 2 ^H, *5j;U?R 3 riSO 
H, H, CH 3> C 2 H 5 , C 6 H 5 . n-C 3 H 7 , i -C 3 H 7 , SH, SCH 3 , N 
HC 4 H e , £fcilN (C 2 H 6 ) 2 <DW&te, A r fry ~~;V%> J;t/m-CH 3 7x 

(3) A#N, ZtfSCR 2 , R 2 ^H, *5j;tfA r j&SfcT JJ S?/K t^U 
Htlf?$>svK *3j:UtR 3 ^NR 6ft R 7a ^^^ R 6ft :fc<J;tfR 7a iSH:fc<J;tfT 

(4) A#N, Z^CR 2 , *5<ti;R 2 ^S0 2 NR 6 R 7 <D^H, R 3 f*OH*$£ 

(5) A#CR;fcJ;tfZ#CR 2 <a^te, R 2 f*-N R 6 S O z R 7 *3 £Xf- S O z 
NR 6 R 7 cOV^^"Ct>*<, 

(6) AtfN, Z^CR 2 ^J:l5R 2 d5-NR 6 S0 2 R 7 *^:«-S0 2 NR 6 R 7 O 
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OH, CH 3> C 2 H S> C 6 H 5> n — C 3 H 7> i s o — C 3 H 7> S H> SCH 3 , 
NH (n-C 4 H 9 ) , *fcttN (C 2 H 5 ) 2 <DWr&tt, Ar«IJj7x^ 

(8) A#CR, ZtfSCR 2 , R 2 #H, 7«^/W*fcttT>^*^ R 3 ^NR 8 C 
OR 7 *5<ti;Ar^7x -A'* fc fl 7 * ^/W^^r fi& * tifc 7 » ~/W)^fi 

% R 7 tt7y-/K 7!)-^ (C 1 -C 4 TA*A') , ^fn7!)-;K ^fn7 

sj-* (c r c 4 r^) , m%m*M&£xmmm (c r c 4 7^) <o 

(9) AtfSCR, Z#CR 2 , R a #H*fcttTA'*A', Ar^7x^K *5«fctf 
R 3 # s R 13 £ fcfiN R 6a R 7a ^>^» v R 13 i*T »J —Aft J: p7!) —A' 

<Divf*i-ct>*<, R"^J:tfR 7a ttH*5iwr9-A^v>r^"et>4<* *fc 

(10) A^CH, Z*CR 2 , R l *OR l \ R 2 #H, R^SOR 7 -?, R 7 *3<fc 
i;R u ^^ftlt)HO^(l Arli7xr:/K p-B r p-Cl 
-y^^/K p-NHCOCH 3 -7xx;K p~CH 3 -7x^K tfU^Aft 

(11) A^CH, Z^CR 2 , R 2 #H, Ar^«7x^;K &£TfR 3 & 
CH 3 , C 2 H 5 , CF 3 * fcttC 6 H 4 F R^C F 3 :fc <fctf C 2 F 5 <OVvf 

(12) A3&SCR, R#*H X Z^CR 2 , R 2 »OH, # .fctfR 1 * £TfiR 3 &H<D 
W&ft, Arl47x=;VCtt4<, 

(13) AtfSCR, RflSH, Z#CR a , R^OHSfcttNH,,, R l *5±tfR 8 



A"CttftV\, 



[5] mm&m<o&* uMfr&*wu (d (2) ofc^**s«ttwto 

^ffift^OffiSifcfi^o K7 5/W"CfeoT, fit (1) A*SN, R^H. 
C 1 -C 4 T/U^/W X /nh, CN, Cj-C^t Kp^^W/K C 1 -C 4 77l' 

✓^x~a\ try^/K ^yy/K tr^^/K ^^/77=;k ^ 

(2) Ari s N % R^H. C 1 -C 4 T/^/K CN, C^-C^fc Kn*$/ 

T/U^r/K C r C 4 7^3 it « S O z (C 1 -C 4 T/W^U) , R 3 
^NR^R^R^ffl^C-C/W/Wi^lj:, R 6a tt7x-/V, * 
-<yyfx^ try^/K */9A\ 77^ 

/K ^^77-/^ ^o^t^/vjk -<>'Ky^*5j:o t c3-c 6 ^^nr/v 

[6] fflE*WO#*U*{fc^*tt, Ar#7s5^ tfy v?A-£fctt2, 3- 
^fc Kn^/77-/v (ZtiZtittK l-4<@OR 4 gftS^ttIcKgft£ft 
■o*a) (i) fcitf (2) ^fc^**J:tfto*tt#, *©A**tt 

(fc *fctt*©A(t:*tt*»:©a^», *±OTI^fWfcflF«^«ft*ol|[*fcH: 

[7] «ilB»W<D»4 LVMfc^tttt, A#N, Z#CR 2 , Ar^2, 4-v^ 
pp^x^/K 2, 4-^^/W7x^/W*fcti2, 4, 6-hy^^/W7^^ 
/K R^i^R^CHa^ R 3 ^NR 6a R 7a -e*>5^ (1) *5cfctf (2) Oft 



[1 1] WIB*WOJ:0»*LvMls-&fttt, A*NT»*-6ft-&4(j*3J:t/*ofttt 
[12] BWB»W<OJ:9»*LV^*tt, ft-a**3J:V*oJW*#, 
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[13] m&%m<0£*)&*l,^<t-&<fott.. Ar#7*;=7K trUS^ifeM^ 
, Kn-^Vl/^y^-Cfeo-C, **V-PH*S, 1 ~4<@©R 4 @&g-C 

o 

[14] fflE»W<0J:0#SU^<»Hu R 3 *5NR 6 "R 7 "*fcttOR 7 -Cfc5 

[15] lfflfe»WO*0#*U^-g4&H:, Ar«l7s=*, fy^w*fc»12 
, 3-i?t Ko'<>J'77-/l'-CioT, ^JvfW, l~4<l©R 4 B&g-C 

tt«fc«Mft§*K R 3 * s NR 6a R 7B *fcttOR 7 -c*>5ft-S-«i*5J;U t -?:OSttflE, 

[16] l([EIBM<o < t*)#*UMb^»tt. ZiJSCR 2 -CS>5^«j*JJ:t;*© 

[17] filJ|2»W05j;t)ff*LVMk-a-«jtt, Ar#7:c:=7K fcT !> ^Sfctt 2 
, 3-S?t Ko'<V777^-P*)<iT > -ti^tt^ 1~41@C0R 4 ^S-C 



[18] JlftfB»9!©±»>#*U*{b£feM:, R 3 dSNR 6B R 7o *fcttOR 7 -C?a95 

[1 9] 8HE»93»J;9#*LWb£&B:, 
R^liasiL-C, 
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-c r c l0 r^ c 3 -c 10 t/Ht~/k c 3 -c 10 t/Mt~/k ^ny 

VH^-Scl — l 0OC,-C io /np7;^ C 2 -C 8 T/W=J*^T/MrA\ C 3 
-C 6 ^n7/^/K C 4 -C 12 V^nT^^T^;K C 5 -C 10 ^d7 

mcO^lcaiZlLTCj-CeT/^/K C 3 -C 6 i/^7/K;K ^n, C x 
-c 4 />d7/^/k OR 15 , SH, S (O) n R 13 , COR 15 , co 2 

R 1J \ OC (O) R 13 , NR 8 COR lf \ N (COR 15 ) 2 , NR 8 CONR 16 R 1 
*\ NR 8 C0 2 R 13 . NR l6 R 15 , CONR l6 R 1£ \ T!J-/V\ Afnry^ 

-ry — 7!)-/w (c 1 -c 4 r/v^/v) , ^pry-^ ^fnrii — 

* <C 1 -c 4 T/i'*A'> , «*as^*fctt«f!fgt (C.-C^/w^/u) a>&8 

-C 5 -C l0 r/W^/K C 3 -C 10 T/H5r^/K C 3 -C lo T/^^/K 
^K^&l^ 1 0OC 1 -C ia ^»rA'*A\ C 2 -C 8 T/W^^r^T/^K c 3 
-C 8 ^a7^ C 4 -C 12 i/^P7M^7;^;K C 6 -C 10 ^p7 
A^-zK *fcflC 6 -C 14 ^^nr>^^/uT/w^ (**l*h/<Z>Stt, <£ft 
?tl<DW&\C$k$:l,XC 1 -C e T/l'*/K C 3 -C 6 ^P7/V^/K /m^, C x 

-C 4 />P7^^K VTA OR 15 , SH, S (O) n R lc \ COR 15 , CO z 
R 1£ \ OC (O) R 13 , NR 8 COR 1( \ N (COR 15 ) 2 , NR 8 CONR 16 R x 
5 , NR 8 CO z R 13 , NR l6 R 15 , CONR 16 R lf \ 7U-/K ^7P7!I^ 

* (Cj-c 4 t/^/v) , mmm*&*tz\mmm {c x -c a t**a>) 

fc£V>te, NR 6 R 7 4o<t^NR 6a R 7a (t3fii:UT^y i^V. If n y iJ>\ fc^ 
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[2 0] IWE*WOJ:O0*tV^*f4, 
R 6a *5j:tfR 7a te, f^--e, 

-Cj-C^^fcfiCg-CeV^PT/l/^ (^rtu^ftOSfi, *rft^ 

C 4 />P7/V^K ->7A OR 15 , SH, S (O) n R 13 . -COR 15 , CO z 
R l5 > OC (O) R 13 , NR 8 COR l <\ N (COR 15 ) 2 , NR 8 CONR 16 R 1 
*\ NR 8 C0 2 R 13 , NR l8 R 15 , CONR 16 R 15 , T9-yK ^rn/!)-^ 

[2 1] lttE»«©J:Off*LVMfc^*tt, 



-C a -C 10 T/^K C 3 -C 10 TyV>{r-/K C 3 -C lo T/^^K ad^ 
O^Ci-C^nTM/K C 2 -C 8 T^3 ^i/r^/K C 3 
-C 6 V^o7/V^K C 4 -C 12 ^^p7^W7;^/K C 5 -C 10 ^o7 

-C 4 ^n7M;K ^7/, OR 15 , SH, S (O) n R 13 , COR 16 , C0 2 
R 15 , OC (O) R 13 , NR 8 COR 15 , N (COR 15 ) 2 , NR 8 CONR 16 R 1 
5 , NR 8 C0 2 R 13 , NR 16 R lf \ CONR 16 R 15 . 7D-;K ^fP7J-/V 
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R 7a j&S, 

- C x - C 4 7/V*/U:fc J: XfZtlZtlvm&kcmti. UC X - C 6 T/V*/K C 3 
-C 6 ^n7/^/K C x -C 4 ^nrA*/P, ^7/, OR 15 , SH, 

S (O) n R 13 , COR 15 , C0 2 R 15 , OC (O) R 13 , NR 8 COR 15 > N ( 
COR 15 ) 2 , NR 8 CONR 16 R 15 , NR 8 C0 2 R 13 v NR 16 R 1J \ CONR 16 

&m-c&mm& ts nit c x - c 4 7\***a* e>^« * tus 

[2 2] IMESWOiOfftU^b^MiWt, 
R 6a :i3,fctfR 7tt <£>-#fS x 

-C 3 -C^^P7/^ (^jlftlOCg-Ce^^ n7/^fl, *H-etl 
^p7/^/K WA OR 16 , SH V S (O) n R 13 , COR 15 , C0 2 R 1J \ 



OC (O) R 13 , NR 8 COR 1J \ N (COR 15 ) 2 , N R 8 C ON R 16 R 15 , N 
R 8 C0 2 R 13 , NR 16 R 1J \ CONR 16 R 15 , T!)-/K ^fn7 9-/U*Jiff 

[2 3] !IWB«W^i9ff*UMfc**tt, 

R 6a ^<tt^R 7o H3ffii:LTH*yc:H, C r C lo 7^ (^tv-etb^ C t - C 
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10 T/V*/Vtt, WW<£^lCffl:fcLTC 1 -C 6 r/l'*/K C 3 -C 6 ^or 
/V*/K C r C 4 />n7M/K S'TA OR 15 , S H, S (O) n R 13 

, COR 15 , C0 2 R 15 , OC (O) R 13 , NR 8 COR 15 , N (COR 15 ) 2 , 
NR 8 CONR 16 R 15 , NR 8 C0 2 R 13 , NR 16 R 15 , CONR 16 R 15 , TV- 

[2 4] SWBSIWOAOSf^LVMb^ttW:. Ar#7*^ l*y$>A'*fctt2 
ffigKBft£*k R a #NR te R 7a *fett0R 7 ^*5fl:«*i8itK*O*tt*, 

[2 5] NBSmeJiOffSltMMttMU 

R^faawtu-c, 



-Cj-CjoT^ C 3 -C 10 T^n/K C 3 -C 10 T/l'*~/K 

OOCi-Cjo^nT^/K C 2 -C 8 T^=»^^T/^K C 3 
-C fl ^P7M^ C 4 -C 12 i/^n7^W;K C 6 -C 10 ^n7 
/W/r~/K *fcttC 6 -C 14 ^aT^=^TA'*yl/ (tflfJlOStt, -tfl 
^PilOS^taSrLrCx-CeT/^K C 3 -C 6 ^^n7/^;K ^n, C a 

-c 4 />p7/^;k *>ta or 15 , sh, s (o) „r 13 , cor 15 , co 2 
r 15 , oc (o) r 13 , nr 8 cor 15 x n (cor 15 ) 2% nr 8 conr 16 r 1 

s > NR 8 C0 2 R 13 > NR 16 R 15 > CONR 16 R lf \ ^foTD^/V 
4sitWI*liaS^b»«Six« l-3<@(aR&g^ftSKB&£ftT^£) , 

(c^c^r^/v) , ®mm*M*ftte&m& (c.-c^^u) ^e>s 



-73- 



-C 5 -C 10 T/^K C 3 -C lo r/U^r^K C 3 - C^TA-^/K ap^ 

-C 4 ap7/I/^K VTA OR 15 , SH, S (O) n R 13 , COR 15 , C0 2 
R 1J \ OC (O) R 13 , NR 8 COR 15 , N (COR 15 ) 2 , NR 8 CONR 16 R 1 
<\ NR 8 C0 2 R 13 > NR 16 R 15 > CONR 16 R 1J \ T y -VK ^rnry-A 

a <c 1 -c 4 r/«'*A') , S^m^S^yt^fi^S (c^c^a^a) a>£>31 



fc^te, NR 6 R 7 *5j;t5NR 6a R 7a ^ffii:Lrt? , -<y W y tr o y 
[2 6] «WB»WOt9»*L^^*tt, 

-C 1 -C 4 TA'*A'*fcB:C3-C e i/^oTyW*^ (tJl-P*L«>aSf±, Ztl? 
tl<Dm j &\Z.m&L.XC 1 -C 6 T/l'*/K C 3 -C 6 ^o7;^/K /no, c t - 
C 4 /NnT/Mr/K VT>\ OR 15 , SH, S (O) n R ls \ -COR 15 , C0 2 
R 15 N OC (O) R 13 , NR 8 COR 1£ \ N (COR 15 ) 2> NR 8 CONR 16 R 1 
<\ NR 8 C0 2 R 13 , NR 16 R 1£ \ CONR 16 R lf \ T 5 -A, ^P7J-^ 

•fcTA 
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- r -A-* ft f*^x ory - <b s« £ ft 5 

[2 7] «ME3l8M©J:9#*UMfc«*tt, 
R 6e \fcj;tfR 7a i3;, 

, WA OR 15 , SH, S (O) n R 13 , -COR 15 , C0 2 R 15 , OC (O) 
R 13 % NR 8 COR 1£ \ N (COR 15 ) 2 , NR 8 CONR 16 R lf \ NR 8 C0 2 R 1 
3 , NR 16 R 15 , CONR 16 R 15 , 7 9-^ ^ nT y -^i8J:l«Bfc«5fc£ 



[2 8] «WB»W^>J:9»*UMb^»H:, 
R 6a tt, 
-H, 

-C 1 -C 10 TA'*A\ C 3 -C IO TyW'^yK C 3 -C 10 T/^^/K ^n^ 
OOCi-CioAoTM/K C 2 -C e TA'=i*S/rA'*/K C 3 
-C 6 */^n7^*^ C 4 -C 12 V^n7A'W;^ C 5 -C 10 ^n7 
/U^n/K *fettC fl -C 14 ^a7A'^7^ (^tim^Slt, *Ji 
^ftO^^a^UTCi-CeT/W^/K C s -C 6 ^n7^ ^n, Cj 
-C 4 /M3 7;^;K WA OR 15 , SH % S (O) n R 13 , COR 15 , CO z 
R 15 , OC (O) R 13 , NR 8 COR 15 > N (COR 15 ) 2 , NR 8 CONR 16 R 1 
5 , NR 8 C0 2 R 13 , NR 16 R 1£ \ CONR 16 R 15 , TV— A> s ^fn7y-^ 

~ry-/K ry-/w (c 1 -c 4 r/mr^) > ^rnry^/K ^fnry- 
* (Cj-c^^/w) , wmm^&^itmmn (c^^tvi^ao t^m 
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R 7o tt, 

-c 6 ^o7M;k Cj-c^orM^ -xta or 15 , sh, 

S (O) n R 13 , COR 16 , C0 2 R If \ OC (O) R 13 , NR 8 COR 1£ \ N ( 
COR 15 ) 2 , NR 8 CONR 16 R 1£ \ NR 8 C0 2 R 13 , NR 16 R 15 , CONR 16 

r 15 , ry-/K ^or»-/i/*5j:t^*«aa^e>a«sii*i'-3«ioit 

SkS-ettjSfcttifc * ttfc c l - c 4 r A^/vrfc 5 



[2 9] mB3B9)OJ:9ffSUMb««ftt. 
R 6a *<fctfR 7a O--#tt, 

PTA4^ i/T J y OR 15 , SH, S (O) n R 13 , COR 15 , C0 2 R 15 % O 
C (O) R 13 , NR 8 COR 15 , N (COR 15 ) 2 , NR 8 CONR 16 R ls , NR 8 
CO z R 13 , NR 16 R 15 , CONR 16 R 15 , TV — n T ^ J: tflg 

»SAX^&SK$tt« l-3fl©B»X-Cttfltfc«ftS*t"CV^S) , 

R 6o *5<fctfR 7o <Dfc 5— 2W&<0C 1 -C 4 7/l'*/^*>$ 

[3 0] immWOZQ&tLWt&mty R 6 *&£XtR 7 *\m$.l,XHti1t\'± 

, >T/, OR 15 , SH, S (O) n R x \ COR 15 , CQ 2 R 15 , OC (O) R 
13 , NR 8 COR 15 , N (COR 15 ) 2 , NR 8 CONR 16 R 15 , NR 8 CO z R 13 
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% NR i6 R i5^ conr 16 r 15 , tv-sk ^rory^iuisisi^ 

[3 1] «HE»W©J:0ff*UvMb^*r4. 
2, 3-^tKn^/77^V"Cfc*), 



-R l j3tffR 2 ttlHftLtH, C 1 -C 4 X/i'*7K C 3 -C 6 ^n7M;K 
[3 2] tnB»W^*9#*LV^£<M*, 

R 6a f*»:fcLT, 

-C 1 -C 10 TA'*A\ C 3 -C 10 T/^=yK C,-C 10 m=^ 
yjg^S 1 - 1 0<OC r C lo />P7/V^K C 2 -C 8 T/U3**>T/^^K c 3 
- n r A\ C 4 - C u T;V*c;VT;v*jV, C 5 - C lo t/p n T 

/U/Jr^/K 4ftfiC fl -C 14 ^ B7^=^7^ («l«x<B£ttt, **t 
^PJvojfr&lcaicL-CCx-Cer^/K C 3 -C 6 i/^n7;^;K /np, C t 
-C 4 /np7/^;K v^7A OR 15 , SH, S (O) n R 13 , COR 15 , CO z 
R 1J \ OC (O) R 13 , NR 8 COR 16 , N (COR 15 ) 2 , NR 8 CONR 16 R 1 
5 , NR 8 C0 2 R 13 , NR 16 R 15 N CONR l6 R 1£ \ ^fn7!)-;l' 
»J:tm»ast»»&»Rdtt& i~3*0«**^*K:«fcS4VCV*ft) , 
-7D-/K 7!)^ (C 1 -C 4 7VHf7i') , ^d7!)-;K ^fo7!)^ 

Sit, 
R 7o f*. 
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-C 8 -C lo 7^ C 3 -C 10 T^>5rn/K C 3 -C 10 T/l'*~/K ao^ 
y&^l — l OCOCi-Cjo^nT/W^r/K C 2 - C 8 7^3 ^TA^/K C 3 

mcOl&^^^LrC^CeT^/K C 3 -C 6 ^^7M/K ^u, C x 

-c 4 ^d7;^k vta OR 15 , SH, S (O) n R 13 , COR 15 , co 2 
R 1£ \ OC (O) R 13 , NR 8 COR lf \ N (COR 15 ) 2> NR 8 CONR 16 R 1 
<\ NR 8 C0 2 R 15 \ NR 16 R 16 , CONR 16 R 1£ \ T V -/K ^fn7y-;W 

-7D-/K 7D-/V (C 1 -C 4 T^yW) , ^fP7!l -/K ^fo7!J- 

(c x -c 4 r^^) , mmmxm*tzi*®mm (c.-c^^) 

NR 6 R 7 *>J:(/NR 6a R 7a «:3ffi^:LT, y f 

tf>£n, l-a^oCi-c^/w^s-cffSJ-e^^tir^^) oivf*ia»"C 
fcs 

[3 3] iWIB*W^J:9jaF*Lv^fls^*tt x 
R 6a *$j;i/R 7a fs, 

- C r C 4 7;^/V*fcttC 3 - C 6 5/^ n 7M/V (*ft«iO»;J\ 
^^^^LrCi-CeT^/K C 3 -C fl ^o7/V^ ap, C x - 
C 4 ^n7/V*;K s^r/, OR 15 , sh, S (O) n R 13 , -COR 15 , co 2 
R 15 , OC (O) R 13 , NR 8 COR 15 > N (COR 15 ) 2> NR 8 CONR 16 R 1 
*\ NR 8 C0 2 R 13 x NR 16 R 15 , CONR 16 R 15 , 7!)-/K ^fnr!)-/P 
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- r y -/i/* ft te^-r pry -/i^ ^ $ ft z> 



[3 4] *B«W0J:9»*U^»B, 
. R 6a *5j;tfR 7a fl, H— "C, 

LTC 1 -C 6 77l'*A\ C 3 -C 6 ^P7/^/K C r C 4 /NP7^/V 
, iXTy\ OR 15 , SH, S (O) n R 13 , -COR 15 , C0 2 R 15 , OC (O) 
R 13 , NR 8 COR lf \ N (COR 16 ) 8% NR 8 CONR 16 R 16 , NR 8 CO z R 1 
3 , NR 16 R 15 , CONR 16 R 15 , ^ * T V -A* J: tf«X8g 5£2 

*»ba«*n5 i-3fiomfts-ctt«fc«fcsjirv^5) -o&s 

[3 5] «WE»W©J:9ff*HfMb^*tt, 
R 6a tt, 

-Cj-CioT^/K C 3 -C l0 T/Wr~/K C 3 -C 10 T/^-/K Wf 
>JJfflfcl~l O^Ci-Cjo^nT/W^r/K C 2 -C 8 T/^3^r^T/^/K C 3 

^C04&-a k I^SrLtC 1 -C 6 r/V'^r/K C 8 -C fl ^P7^ /nb, C 1 
-C 4 ap7/^/K i/7/, OR 15 , SH, S (O) n R 13 , COR 15 , CO z 
R lf \ OC (O) R 13 , NR 8 COR lf \ N (COR 15 ) 2 , NR 8 CONR 16 R 1 
*\ NR 8 C0 2 R 13 , NR l6 R 15 , CONR 16 R lf \ TV-JK ^aTJ-^ 

-ry— ry — ^ (c 1 -c 4 r/^/w) , ^7p7D-;k ^fp7y- 
* (c 1 -c 4 rA"*A'> , (Ci-c^/^w) 
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- c x - c 4 r a>*a*& x VZtiZtKDm&icmti: LT c ! - C 6 T,MrA\ c 3 
-C 6 i/^Pm/K ^n, C r C 4 AP7M;K *>TA OR 15 , SH, 
S (O) n R 13 , COR 15 , C0 2 R 15 , OC (O) R 13 , NR 8 COR lf \ N ( 
COR 15 ) 2 , NR 8 CONR 16 R 1{ \ NR 8 C0 2 R 13 , NR 16 R lf \ CONR 16 

[3 6] «WB»W«)J:90*UMb^»ri, 

-c 8 -c 6 ^nr^ (^tt^n^c 3 -c 6 ^^nr/^/wi > ^rftetx 
^^tcaiziLrCi-Cer/^K c 3 -c 6 i/^pm/K ap, c A -c 4 

^pT/V^/K VT/, OR 15 , SH % S (O) n R 13 , COR 15 , C0 2 R 1£ \ 
OC (O) R 13 , NR 8 COR 1J \ N (COR 15 ) 2 , NR 8 CONR 16 R 1J \ N 
R 8 CO z R 13 , NR 16 R 16 , CONR 16 R 1£ \ T V — A\ o7 

[3 7] *ne»W©J:9#*UMfc^tt. 

R 6 *3$£XfR 7ti \*m$:l,XH*tz\*, C 1 -C 10 77l'*A' (^tlOC r C 
lo T^*^Ht, ^m^^tca^brCj-CeT/^/K C 3 -C 6 ^PT 
y^/K ^n, c r C 4 />n7/^;K fTA OR 15 , SH, S (O) n R 13 
, COR 15 , CO z R 1J \ OC (O) R 13 , NR 8 COR lf \ 
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N (COR 15 ) 2 , NR 8 CONR 16 R 1£ \ NR 8 C0 2 R 13 , NR 16 R 16 , CON 

[3 8] «na%w^^W(c»*uHk^^ s (50) <o\k&m. 



R 3 ^-NHCH (n-Pr) 2> R*"frC U R 4b #H, R^Cl, R 4d #H 

TitJR^H'C&s^; (5 0) <nft&® s 

R 3 *>S-N (Et) (n-Bu) % R^Cl, R 4b ^H, R 4c #C 1 x R 4d tf 
HXhVR* 0 &HXhtt (5 0) V>\\&m. 

R 3 ^-n (n-Pr) (CH 2 cPr) , R 4 ^CK R 4b tf*H, R 4c tf*C 1 , 
R 4d ^Htfc9R 4e ^H-Cj>5S; (5 0) <Di\&®, 



R 3 ^-N (CH 2 CH 2 OMe) 2 , R^C U R 4b ^H, R 4c #C 1 , R 4d rt* 
HTfcDR^H-Cfc^S (5 0) <Dft&m s 

R 3 # 5 — NHCH (Et) (n-Bu) % R 4a #C U R 4b #H, R 4c #C 1, 
R* d &HXh*)R* c frHXhZ>7£ (5 0) <0ffrg*, 

R 3 *5-NHCH (Et) (CH 2 OMe) , R^CU R 4b ^H, R 4c ^C 1 

, R 4d ^H^5R 4 ^H-c$)5S (50) mt&m. 




ft (5 0) 
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R 3 #-NTHCH (CH 2 OMe) 2 , R 4a ^C 1\ R 4b #H, R^CK R 4d 
^Htfc^R^H-efe^S (5 0) <D{k&V0* 

R 3 #-N (Et) 2 , R 4 VCU R 4b *SH, R^C K R^H^!)R 4fl 
^H-Cfe5^; (5 0) <0{fr&«U 

R 3 ^-NHCH (CH 2 OEt) 2 , R 4a #CK R 4b #H, R 4c ^C 1, R 4d 
^H*Cfc»)R 4o ^H-efc5S (5 0) ©flAtfc 

R 3 ^-NHCH (Et) 2V R 4a riSCl, R 4b ^H, R^CK R^>H^h 
DR 4e ^Htfc5S (5 0) <0fls£fc % 

R 3 #-N (Me) (Ph) , R 4a #CK R 4b #H, R 4c *SC 1 , R 4d #HT 
*>?)R 4o ^H-e$>s^; (5 0) <0{t£«* 

R 3 #-N (n-Pr) 2 , R 4b ^C1, R 4b ^H, R 4o #C K R 4d &H-?h*) 
R 4o #HTfc*S; (5 0) CDft^fe, 

R 3 ^-NHCH (Et) (n-Pr), R 4 W U R 4b #H, R 4c #C 1 , 
R 4d ^HT?$)DR 4o ^H^5S (5 0) (Oit&Vo, 



R 3 #-NHCH (CH 2 OMe) 2% R 4a #Me, R 4b >&SH, R 4c ^Me, R 4d 
'#H-r**>9 R 4o d5Me-Cfe5^ (5 0) <D{t&®s 

R 3 #-NHCH (CH 2 OMe) 2 . R 4ft ^Me, R 4b tf*H, R 4c #Me, R 4d 
^H-Cfct) R 4e ^HTS>^S; (5 0) <Dik$®> s 

R 3 #-N (CH 2 CH 2 OMe) 2> R 4a ri*Me, R 4b ^H, R 4c #Me, R 4d # 

H-cfc»3R 4e ^H"e&ss; (50) <D{k&%>. 

R 3 tf*-NHCH (Et) (CH 2 OMe) 2 , R 4a #Me s R 4b #*H„ R 4c #M 
e, R 4d d5H-Cfc!3R 4o ^H-efc5S: (5 0) Offrg^, 

R 3 ri 5 — NHCH (Et) 2 , R 4tt d5Me, R 4b #H, R 4c #Me, R 4d ^Hf& 
*)R 4 ^H-Cfc§S; (5 0) <D{k&fo, 

R 3 ^-OEt, R^Cl, R 4b #H, R 4c d5Cl, R 4d #H-?& 9 R 4o tfSH 

-ehtt (so) <Dik&®>. 

R 3 ^-N (Et) 2 , R 4a ^ Me> R 4b ^H. R 4c a*Me, R 4d ^H^9R 4e 
tfHVhtt (5 0) (Dit&fa 
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R 3 tfS-N (CH 2 CN) 2 , R 4a ^Me, R 4b #H, R 4c ^Me, R 4d #H-Cfc 
5R 4e ^H^5S (5 0) (Dit^s 

R 3 #-NHCH (Me) (CH 2 OMe) % R 4ft ^Me, R 4b #H, R 4c ^Me 
, R* d &H'C&*)R* 0 &H'?hZ* (5 0) <Dik&%>, 

R 3 ^-OCH (Et) (CH 2 OMe) % R 4tt ^Me, R 4b dSH, R 4c #Me. 



R 4d ^Hrfc9R 4 ^H"Cfc5S (5 0) <Dft&m s 

R 3 #-N (n-Pr) (CH 2 cPr) , R 4 ^Me, R 4b #H, R 4c ^Me, 
R 4 ^Hf$>»)R 4e ^H-ej)5S (5 0) <Dfc&bs 

R 3 tf-NHCH (Me) (CH 2 N (Me) 2 ) % R^Me, R 4b #H, R 4c 
#Me, R 4d ^H-C*)!9R 4e d5Hrfo§^ (5 0) <D{fr&4&, 
R 3 #-N (cPr) (CH 2 CH 2 CN) . R^Me, R 4b ^H, R 4c #Me 
, R^jftSH-CfcOR^sWH-CfcaSC (5 0) 4>fc£4tK 

R 3 tfS-N (n-Pr) (CH 2 CH 2 CN) , R^Me, R 4b #H, R 4c #M 
e, ■R 4d #H-C*>9 R**&H-?hZ>7*: (5 0) <Dit&&, 

R 3 #-N (n-Bu) (CH 2 CN) , R 4a #Me, R 4b rt*H, R 4c #Me, R 
4d ^H^fot)R 4e ^HT?*)-5S; (5 0) <Dit&fo, 

R 3 ^-NHCH (Et) (CH 2 OMe) . R^Me, R 4b #H, R^Me 
, R 4d ^H^»)R 4e ^Metfc5S (5 0) (Dit&fy^ 

R 3 £ s — NHCH (Et) 2X R 4a ^Me, R 4b #H, R^Me, R 4d ^HT*> 
5R 4e ^Me-Cfc§S (5 0) GHk&lb* 

R 3 ^-N (CH 2 CH 2 OMe) 2 , R 4B ^Me, R 4b #H, R^Me, R 4d # 
Htfc?)R 4 ^Me-Cfc5S (5 0) <0{k&®* 

R 3 ^-NHCH (CH 2 OMe) 2 , R 4a ^Br, R 4b tf*H, R 4c ^OMe, R 4 
d ^H-C$)»)R 4e ^H-Cfc$S (50) <D\\&m, 



R 3 3ftS-NHCH (Et) (CH 2 OMe) , R 4a ^Br, R 4b tf*H, R 4c ^OM 
e. R 4d ^H"Cfc<9 R 4o ^H-C$>5^: (5 0) Oik&b. 

R 3 ^-N (Et) 2 , R 4a #Me, R 4b #H, R 4c ^ Me> R 4d ^Htfc 9 R 4e 
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^Met?fc5S (5 0) <Dfc&V0, 

R 3 i 5 -NHCH (CH 2 OEt) 2 , R 4a #Me, R 4b #H, R^Me, R 4d 
^Htfc9R 4B ^Metfc6S (5 0) <D{£&fa s 

R 3 ^-NHCH (CH 2 CH 2 OMe) (CH 2 OMe) , R^Me, R 4b #H 
, R 4c #Me, R^HtfcOR^Me-efcS^ (5 0) <D{t^ft, 
R 3 #*yWi>!J>\ R 4a riSMe, R 4b #H, R 4c #Me, R 4d ^ H -Cfc R 4e ri* 
H-Chtt (5 0) (Dffc:^, 

R 3 J&S-N (CH 2 CH 2 OMe) 2x R 4 ^Br, R 4b #H, R 4c #OMe, R 4d 
#HVh*) R 46 ^Htfc$S (5 0) (Dit&tiO. 

R 3 ^-NHCH (Et) 2> R 4a tf*Br, R 4b #H, R^OMe, R 4d ^H"C 
fct)R 4o ^HtJ>5S (5 0) £>{fc£^ 

R 3 #-N (Et) 2 , R 4a iJiBr, R 4b ^H, R 4c #OMe, R 4d ^H*Cfc»)R 

4o asH-e&aa; (5 0) <ok&m. 

R 3 *S-NH (c-Pr) , R 4a #Me, R 4b #H, R 4c ^Me, R 4d ^H"Cfe 
VR^&HVlbtt (5 0) (Dfb^fe, 

R 3 tf-NHCH (CH 2 OMe) 2 , R^CN, R 4b rt*H, R^OMe, R 4 
d mfc*)R 4e ^H-efe5S (5 0) (Dit&lfo. 



R 3 *S-N (c-Pr) (CH 2 CH 2 CN) , R 48 ^Me, R 4b tf*H, R 4c #M 

R 4d ^H-Cfc*)R 4e »e-Cfc« (5 0) <Dit&%)s 
R 3 tfS-NHCH (CH 2 OMe) 2 , R 4a ^M e> R 4b ^H, R 4c #Br, R 4d 
^H-efc^R 4o dSHTfc6S (5 0) <Dft^ 

R 3 ^-NHCH (CH 2 OMe) (CH 2 CH 2 OMe) , R 4a ^Me, R 4b #H 
, R 4c ^Br, R 4d ^H"Cfct)R 4 ^H*C$)SS (5 0) <Dit&fo, 
R 3 a*-NHCH (CH 2 OMe) 2 , R 4a tte, R 4b a*H, R 4c #OMe, R 4 
^Me-Cfc^R^H-efcSa (5 0) <Dik&®>, 

R 3 a*-N (CH 2 CH 2 OMe) 2 , R 4a #Me. R 4b # H> R^OMe, R 4d 
tfMe^h*)R*°&H~?hZ>7£ (5 0) CDffrg^ 

R 3 ^-NHCH (Et) 2 , R 4a ^Me, R 4b #H, R 4c ^OMe, R 4d a*Me 
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R* 0 &HVhtt (5 0) <Dit&%>. 
R 3 #-N (Et) 2 , R 4 We, R 4b #H, R^OMe, R 4d #Me-?ifc9 
R 4 "#H-C&55£ (5 0) <D{k&fa^ 

R 3 tf-NHCH (CH 2 OMe) 2 , R^CU R 4b #H, R^Me, R 4d 
^H-CS>9R 4a ^H-Cfc5S (5 0) (Dit&fa 

R 3 #-NHCH (Et) (CH 2 OMe) % R 4a #C 1 % R 4b #H. R 4c #Me 
, R 4d ^H-C^>!9R 4o ^H-CfoS^ (5 0) <Dik&&)^ 

R 3 #-N (CH 2 CH 2 OMe) 2 , R^CK R 4b #H, R^Me, R 4d 
^H-CfcOR^H-Cfc^S (5 0) (Dit&Vo, 

R 3 ^-NHCH (CH 2 OMe) (CH 2 CH 2 OMe) % R 4a #C K R 4b #H 
, R 4 ^Me, R^HTfc^R^H-CfcSa (5 0) Offrg^ 
R 3 J&5-N (c-Pr) (CH 2 CH 2 CN) % R 4a #M e> R 4b ^H, R 4c tf*0 
Me, R 4d «e"C&?)R 4e ^H-Cfc5S (5 0) ©{frS*, 
R 3 #-N (c-Pr) (CH 2 CH 2 CN) % R 4 ^C1, R 4b #H, R 4c ^C 
1, R 4d ^H"Cfc«9 R 4e tfSH-C&*5t (5 0) 0>fc£«K 

R 3 ^ (S) — NHCH (CH 2 OMe) (CH 2 CH 2 OMe) , R 4a ^Cl, R 
4b ^H, R 4c ^CK R* d tmvhVR**tfHT?htt (5 0) <D{b£feu 
R 3 ^-NHCH (CH 2 OMe) (CH 2 CH 2 OMe) , R 4a #C 1 , R 4b #H 
, R 4c #CK R 4d ^Hrfc»)R 4 ^H"Cj)5S (5 0) (Oft^ft, 
R 3 J&S-NHCH (Et) 2 , R 4a Me, R 4b #H, R 4c #Br, R^H^fc 
?)R 4o ^H-C^S^: (5 0) <Di\&®. 

R 3 rt*-N (CH 2 CH 2 OMe) 2 , R 4 ^M e> R 4b #H, R^Br, R 4d *S 
Htfcl)R 4e ^H-Cfc5S; (5 0) <Dit&tils 

R 3 ^-NH (CH 2 OMe) (CH 2 -iPr) % R 4a ^M e> R 4b ^H, R 4c 
#Me, R**&HVh*)R**&H~Chtt (5 0) <0ffr&4&, 
R 3 *S-N (CH 2 CH 2 OMe) 2> R 4a ^Me, R 4b ^H, R 4c ^H> R 4d ^H 
T$>?)R 4e ^H*t?fc$S (5 0) (Oit^m. 
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R 3 tf-N (CH 2 CH 2 OMe) 2> R 4a #Me, R 4b ^H, R 4c tfNMe 2 , R 4 

d &H-x?h*)R* e &H-?hz>7X: (so) ©fba* % 

R 3 *S-NHCH (CH 2 OMe) (n-Pr) % R 4a #Me x R 4b #H, R 4c # 
Me, R^HtfcDR^H-Cfc^S (5 0) <D{t&®, 
rt-NHCH (CH 2 OEt) (Et) , R 4a #Me, R 4b #H, R 4c Me 
% R 4d ^H"C$)»3R 4o dSH-CfcSS: (5 0) OffrgHfe, 

R 3 ^-NHCH (CH 2 OMe) (CH 2 CH 2 OMe) , R 4a ^Me, R 4b #H 
, R^NMe 2 , R 4d ^H-CfcDR 4e ^HTfc$a (5 0) Oft^fe, 
R 3 #-N (Et) 2 , R 4 ^M e> R 4b #H, R^C U R 4d ^Htfc!)R 4e 
#H-C&*5t (5 0) <Dit&fo, 

R 3 tfS-NHCH (Et) 2 , R 4a #Me. R^H, R 4c a*C 1 % R 4d ^HTfc 
!?R 4o ^H-Cfc5^; (5 0) (Dfk&to, 

R 3 *S-N (CH 2 CH 2 OMe) 2 , R 4a ^M e> R 4b #H, R 4c #C 1 , R 4d tfS 

HVh*>R**&H-?htt (5 0) <Dik&®, 

R 3 #-NHCH (CH 2 OMe) 2 , R 4a Me, R 4b ^H, R 4c #C 1 , R 4d 
^H-efe!3R 4e ^H-C*>5^; (5 0) <Dit&®>, 

R 3 #-N (Et) 2> R 4a a*Me, R 4b * 5 H, R 4c ^Br, R^Htfc^R 40 
#H-C*>*5£ (5 0) Ofb^ft, 

R 3 rfS-N (Et) 2> R' 4 *#C1, R 4b #H, R 4c ^Me, R^FTC* 9 R 4a 
tw-ebtt (5 0) ©ffc£*. 



R 3 ^-NHCH (Et) 2 , R 4a a*CK R 4b #H, R^Me, R^H^fc 
!9 R 4o #H-C&55t (5 0) £>{frg*#K 

R 3 #-NHCH (Et) 2 , R 4a ri*Me, R 4b #H, R^NMe 2 , R^tfH 
T?h*)R 4 «tfH-?htt (5 0) <D{t&to x 

R 3 ^5 (S) — NHCH (CH 2 OMe) (CH 2 CH 2 OMe) % R 4a ^Me, R 
4b #H, R^Me, R 4d ^Htfc?)R 4 ^H^§S (5 0) <D{k&fa 
R 3 tf*-NHCH (CH 2 OMe) (CH 2 CH 2 OMe) , R 4a ^Me, R 4b #H 
, R 4c #Me, R 4d d5H-CfeOR 4a d5H^S^; (5 0) <D{frg^ 
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R 3 *S (S) -NHCH (CH 2 OMe) (CH 2 CH 2 OMe) , R 4e j)5Me, R 
4b #H, R 4c 2)5CK R 4d ^H-Cfc!)R 4 ^Htfc5S (5 0) <D{£&fa 
R 3 #-NHCH (CH 2 OMe) (CH 2 CH 2 OMe) % R 4a ^Me, R 4b #H 
, R^CK R 4d ^H-C$>0R 4 ^5H"C$>^^ (5 0) <Dfc&&>, 
R 3 tf-N (c-Pr) (CH 2 CH 2 CN) % R 4a #Me, R 4b ^H, R 4c #C 
i, R 4d d5H-C^)!3 R^frHVhtt (5 0) 

R 3 #-NH (Et) (CH 2 CN) „ R 4a #Me, R 4b #H, R 4c ri*C 1 % R 4d 
tfHVhV R^&HVhZjZ (5 0) <Dit&%), 

R 3 #-N (Et) 2> R 4a ^Me, R 4b ^Me, R 4c ^OMe, R 4<s &HVhQ 
R 4 ^HTfe5a (5 0) <Dft&m, 

R 3 #-N (CH 2 CH 2 OMe) (CH 2 CH 2 OH) % R 48 ^C1, R 4b #H, 



R 4c ^CU R 4d ^H*Cfc 9 R 4e ^HTfc§^ (5 0) <Dit&4fO, 

R 3 #-N (CH 2 CH 2 OMe) 2 , R 4a ^Me, R 4b #Me, R 4c #OMe, R 

4d ^H-Cfol9R 4o ^H-Cfc5^ (5 0) <D{t&fo, 

R 3 ^-NHCH (Et) 2 , R 4a »e v R 4b ^Me, R 4c #OMe, R 4d #H 
"CfetlR^H-Cfc^S (5 0) <0ffrg*«N 

R 3 #-N (CH 2 c-Pr) (n-Pr) , R 4a d*Me, R 4b ^H, R 4c tf*C 1 
, R 4d ^H^0R 4e ^Htfc5S (5 0) 0>{frg^ 

R 3 #-N (c-Pr) (CH 2 CH 2 CN) , R 4a ^Me, R 4b #Me, R 4c # 
OM e N R^H^^R^H-Cfe^S (5 0) tfHfr&fe, 
R 3 #5— NHCH (Et) 2 , R^Cl, R 4b ^H, R^OMe, R 4d tfS H -C 
hVR^tfH-VhZjt (5 0) <Dik&®s 

R 3 #-N (Et) 2 , R^Cl, R 4b #H, R^OMe, R 4d # s H~C$> 9 R 

4o asH-cfcS5$ (so) <n>qc§m, 

R 3 d*-N (CH 2 CH 2 OMe) 2 , R^Cl, R 4b #H x R 4c ^OMe, R 4d 
^HTfc!)R 4e ^Ht$)SS (5 0) <D{£&yo s 

R 3 #-NHCH (Et) (CH 2 OMe) , R to #C K R 4b ^H, R 4o ^OM 
e, R 4d ^HtfcDR 4e ^H-Cfc5S (5 0) <Dffc£*, 
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R 3 a*-N (Et) 2> R^CK R 4b ^ H> R 4c #CN, R**&H~eh 9 R 4 ° 
#H-C*>SSt (5 0) (Dit&VOs 



R 3 #-N (c-Pr) (CH 2 CH 2 CN) , R 4a ^C U R 4b #H, R 4c #0 
Me, R 4d ^Ht?$)DR 4 ^H-Cfc5S(5 0) ©ffcg** 
R 3 #-NHCH (CH 2 OH) 2 , R 4a #C K R 4b #H, R 4c #C 1, R 4 *** 
HtfcDR 4e ^HTS)6S (5 0) <Dik&®j y 

R 3 #N (CH 2 CH 2 OMe) 2 , R 4a ^Me, R 4b ri*H, R 4c ^OMe, R 4d *S 
Htfc*)R 4 ^Hrfc5S (5 0) <D{t$m % ^63fe5»d»6»i4*tS. 
[39] *0£#ttK#*LV><0l*, 4- (tT*- (2-^ h^S/acfvl/) r ^ 
J) -2, 7-S^*?vl/-8- (2-**/U-4-* h*i/7xs'^) - [l, 
5- a] -*95/n-l, 3, 5- h y Ti?:/:ttJ:OT0M£fc ^O&flcJItt 

[4 0] «t !9Jr{*:W{C»^LV^^ 4- (fcf*- (2-y h^i'a^A') T ^ 
y) -2, 7-^^-8- (2, 5-^f^-4-n^>7x^) - 
[1, 5-a] -fy/n-i, 3, 5 - h y 7 i^^*5 J:W*ORtt#, 

[4 1] «Ha»W<DJ:0»*LVMt:^«f4, A*CRT?*Sft;^»*5j;Ut*0» 
[4 2] Wia»W«)J:9jBF*U^*fl, fb^4M3 J: 



[4 3] «HB»WOJ:0ff*UVMk^»tt, Ar#7as^, *9S^*fctt2 
, 3-ytKp^/7?s^-e*ot, thftUDAr*, l-4<@(0R 4 tt 
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[4 4] StrlS36MO<t«)»*bVHfc-a-feli. R 3 iSNR 6a R 7,, *fcHOR 7 t?fc5 

[4 5] frlSISKOitJjifSLV^-g-ftitt:, AriSy^^/K f !J S?/U*fctt2 
, Ko-<>i/77=/V-C*>oT, ^riX^iXOAr^, l~4{S©R 4 g 

glS-CftStCg«|$^ R 3 *SNR 6B R 7B *fcf40R 7 -Cfc$ft^*3i^<om 

[4 6] iris«w<oj;t)#4LvMk-g-«itt:. za*c R 2 -efe5^«i*3J;rjt^o 

[4 7] ffif238IM©<fc9#*LWb-g-«Jli> ArAS^i^K \f x )^t.1t\i2 
, Kc^V/77=/V-C*)o-C, ^iveHOAr*^ l~4i@<DR 4 R 

[4 8] MIS%K©,t>)»*LlMb^l4, R 3 ^NR 6 °R 7 -*fctiOR 7 -X?fc5 



, 3-i?t Kn^^^^-CfeoT, ^^liroArii, l~4ffitf>R 4 R 
&S-Cffitlc:@&$;h„ R 3 ^NR 6a R 7a *fc(40R 7 'C*>5fb-&tb*JJ:U t ^©m 

[5 0] B5ISH^<OJ:!)»SLVHb-&«il4^ R^irjfR^na&UTH^fctt 
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W&\z.m&LXC l -C 6 T;i'*/K C 3 -C 6 ^a7M;K >^», C^C^ 
D7/^/K WA OR 15 , SH, S (O) n R 13 , COR 15 , C0 2 R 1£ \ O 
C (O) R 13 , NR 8 COR 15 , N (COR 15 ) 2 , NR 8 CONR 16 R 15 , NR 8 
C0 2 R 13 , NR 16 R 15 , CONR 16 R 15 , ry-/K "s ^ n T V —A* <fc U^S 

[5 1] fifrE*^^J:!9ff*LvHk^tt, 

-a r ft i~4®<DR*m&m°vti:mzm&ztiiz7=~/K try s^wsfcr* 

-R 3 ttNR 6a R 7a £fcttOR 7 :fcJ;tf 

-R^cfcl/R^l^fcLTH, C^C^/l^/K C 3 -C fl ^nm/K 

[5 2] fl5l5«^OJ:*9»*Lv^^, R 6a *5J:^R 7tt «ffl^LrH^^^: 
* Ci-CioT^/W-efc^, ^cta^tt^CDC^C^T/^Mt^n^^ 
^I^^LTC^CeT/^/K C 3 -C 6 ^^nrW/K ^o, C^C^ 
a 



T/MfVK OR 18 , SH, S (O) n R 13 , COR 15 , C0 2 R 15 , OC 

(O) R 13 , NR 8 COR lf \ N (COR 15 ) 2 , NR 8 CON R 16 R 15 , NR 8 C 
0 2 R 13 , NR 16 R 15 , CONR 16 R lf \ T U -/K T !J -/Kfc<fclflSig 

[53] mm$>w<n&ftmm* u^^wwt. * (si) <D{fc3^ 
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R 3 




5£ (5 1) 

,R 3 ^-NHCH (n-Pr) 2 , R^Me, R 4b #H, R 4c fl$Me, R 4d #H 
Tfef9R 4e ^H-CfcS^: (5 1) <Dfc£*k 

R 3 J»-NHCH (CH 2 OMe) 2> R^Me, R 4b j&SH, R^Me, R 4d 

*SH-e*>9R 4e *HT?*»a; (5i) vw&rn. 

R 3 *S-N (CH 2 CH 2 OMe) 2 . R to #Me, R 4b #H, R^Me, R 4d 
^H^UR 46 ^H-Cfc5S (5 1) £>{b##K 

R 3 7)5-N (c-Pr) (CH 2 CH 2 CN) , R 4a ^Me, R^H, R^M 
e. R^H^efe^R^H-Cfc^* (5 1) Offr&tt, 

R 3 #-N (CH 2 CH 2 OMe) 2> R^Cl, R 4b a*H, R^Me, R 4d # 
H-efcDR^H^&W (5 1) <D{b&®, 

R 3 ^-NHCH (CH 2 OMe) 2> R 4a ^C U R^tfSH, R 4c ^Me, R 4d 
^HTfc^)R 4e ^H-CfcSS (5 1) (Dfc&to* 

R 3 ^-NHCH (Et) 2 . R 4a ^C U R 4b #H, R 4c ^Me, R^H"?* 
9R 4e tfSH-e&55*; (5 1) <Dit-&V3. 

R 3 #-N (Et) 2 , R 4a #Me, R 4b #H, R 4c #Me, R 4d ^H"Cfe!) R 4e 
tfHTNbSa; (5 1) <D\^m, 

R 3 ^-N (n-Pr) (CH 2 CH 2 CN) , R 4a ^ Me , R 4b #H, R 4c #M 
e, R^Htfc*)R 4 ^H-C&5^ (5 1) COfb^fe, 
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R 3 #-N (n-Bu) (CH 2 CH 2 CN) % R 4a #M e> R 4b ^H, R 4c #M 

e, R^h-C^O R 4o ^h-C*>5^ (5 1) <D{b&to y 

R 3 d J -NHCH (n-Pr) (CH 2 OMe) , R 4a ^Me, R^H, R 4c 

#Me* R^H-CfcOR^H-C^SSi (5 1) <D{fr&4fc, 

R 3 ^-NHCH (Et) 2 , R 4a #Me, R 4b ^H, R 4c #OMe, R 4d ^H^ 

fc!?R 4e ^H^fcS^: (5 1) tfHfrg^ 



R 3 #-NHCH (CH 2 OMe) 2 , R 4a #Me, R 4b #H, R^OMe, R 4 
d ^H-Cfct)R 4o ^H-Cfo-5^; (5 1) (Dte&lfOs 

R 3 & (s) -NH (CH 2 CH 2 OMe) CH 2 OMe, R 4a ^Me, R 4b #H, 

R 4o #Me, R^tfHTfcgR^tfH'TNbSa (5 1) ©fls£* % 

R 3 ^-NH (CH 2 CH 2 OMe) CH 2 OMe, R 4a #Me, R 4b #H, R 4c # 

Me, R 4d ^Htfc*)R 4e ^Htfc5S (5 1) <Ofl-g^ 

R 3 ^-N (CH 2 CH 2 OMe) 2 , R 4a #Me, R^H, R^Cl, R 4d tf 

H-e*>9 R 4e ^H-cfc5S; (5 i) <n\\&m, 

R 3 ^-NH (Et) , R 4a ^Me, R 4b #H, R 4c tte, R^HffcOR 4 

°^H-cfc^s: (5 i) nqc&m. 

R 3 #-NHCH (n-Pr) 2 , R 4a ^ M e, R 4b tf*H, R^Cl, R 4d #H 

-?h*}R* 0 &H~?hz>7X: (5 D oo&tos 

R 3 ^-NHCH (CH 2 OMe) 2 . R 4a #Me, R 4b ^H, R 4c #C K R 4d 
^H-Cfct)R 4 ^H-Cfc5S (5 1) <Dit&^ 

R 3 ^ (S) -NH (CH 2 CH 2 OMe) CH 2 OMe, R 4a ^Me, R^H, 

R 4c a*Cl, R 4d j)5H"Cfet)R 4 ^Hrfc5S (5 1) <D{k&#>, 

R 3 ^-NH (CH 2 CH 2 OMe) CH 2 OMe, R 4a «e, R 4b #H, R 4c # 

C 1 % R 4d ^H-Cfc*)R 4e ^H-Cfe5a (5 1) .<0it&®, 

R 3 #-N (n-Pr) (CH 2 CH 2 CN) , R 4a ^Me, R 4b #H, R 4c tfSO 

Me, R 4d ^H7?fcOR 4 ^H-Cfe^{5 1) 



R 3 rf*-N (Et) 2 , R 4a #M e> R 4b ^H, R 4c 7>SOMe, R 4d ^H^$>«9 R 
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4o #H-Cifc55$; (5 1) <Dfc&fa 

R 3 i>> (S) -NH (CH 2 CH 2 OMe) CH 2 OM e> R 4a ^C 1 , R 4b J&5H x 

R 4c #Me, R 4d ^H-efc9R 4e ^H^S^ (5 1) (Dit&Vo. 

R 3 ri*-NH (CH 2 CH 2 OMe) CH 2 OMe, R 4o ^Cl, R 4b tfSH, R 4c # 

Me, R 4d tfSH^fc9R 4e rtm^fc£;i£ (5 1) <Dit&%0. 

R 3 *S-N (Et) 2 , R 4a riSCl, R 4b #H, R 4c #Me, R 4d ^HT$> »? R 4e 

tfH-c&sa; (si) <o\t^m, 

R 3 *S-N (c-Pr) (CH 2 CH 2 CN) , R 4a «e, R 4b ja*H, R 4c #0 
Me, R^HTfcOR^H-Cfc^a (5 1) <0{k&® % 
R 3 *S-N (c-Pr) (CH 2 CH 2 CN) , R 4a ^Cl, R 4b #H, R 4c #M 
e, R 4d #H-?&9 R 4e ^ H -C^-5^: (5 1) <Dit&Vo, 

R 3 ^-NHCH (n-Pr) (CH 2 OMe) , R 4a #Me, R 4b ^ H , R 4c # 

OMe, R 4d ?55H-C$)l9R 4o ^H-efc5^; (5 1) <Dit&Vo, 

R 3 ^-NHCH (n-Pr) (CH 2 OMe) , R 4a ^C U R 4b #H, R 4c d s 

Me, R 4d #HTfe!9 R 4o #H-C&£5$ (5 1) Offrg^, 

R 3 ^-NHCH (Et) 2 , R 4a #Br, R 4b tfH, R 4c #OMe, R 4d #OM 

e~QhQR* G &H-Chtt (5 1) ©fls^ft, 

R 3 d J -NHCH (Et) 2 , R 4a #Br, R 4b #H, R^OMe, R 4d #H 



vh*)R 4 «&H-eibtt (5 1) <oft&m % 

R 3 #-N (CH 2 CH 2 OMe) 2 , R 4a ^Br. R 4b #H, R 4c a*OMe, R 4d 
&HT?h*)R**&H-?hZ>7£ (5 1) <Dik&Vo y 

R 3 755-NHCH (CH 2 OMe) 2 , R 4a ^Br, R 4b **H, R 4c #OMe, R 4 
*&H?hVR 4 °&H~Chtt (5 1) Oft^*. 

R 3 #-N (Et) 2 , R 4a #Me, R 4b #H, R 4c ^C 1 , R 4 «&H-?& 9 R 4 ° 
ftHVhtt (5 1) (Dit&fa 

R 3 *)S-N (Et) 2 , R 4a #C U R 4b tf*H, R 4c #OMe, R 4d ^OMe^ 
9R 4o ^H-Cfc$S (5 1) <Dft&m s 

R 3 ^-NHCH (Et) 2 , R 4a #Ci, R 4b #H, R 4c ^OMe, R 4d #OM 
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eVhQR^tfH-Qhtt (5 1) <Dik&V0. 

R 3 tf-N (CH 2 CH 2 OMe) 2 , R*~&C 1 > R 4b ^H, R 4c #C 1 , R 4d ^ 

HVh*)R**&H-?htt (5 i) <D{\&y>, 

R 3 ^-NHCH (CH 2 OMe) 2> R 4ft ^C I, R 4b ^H, R 4c ^C 1 , R 4d 
&WVh*) R 4 *&HVhZ>3: (5 1) <D{t&%>. 

R 3 tf*-N (Pr) (CH 2 CH 2 CN) % R 4a a*C U R 4b #H, R^CU 
R 4d ^H-C?fc!9 R 4e aSH-?fc£3; (5 1) ©{fc^tt, 

R 3 #-N (Bu) (Et), R 4a #CK R 4b #H, R 4c ^C U R 4d ^H"C 
fet)R 4o d5H-C*)^S: (5 1) COfb^ft, 



R 3 ^-NHCH (Et) CH 2 OMe, R 4 ^CK R 4b ^H, R 4c ^CU R 

4d d5H-c*>9R 4e ^HT**)SS; (5 1) <Dik&ea, 

R 3 tf-NHCH (Et) 2> R^Cl, R 4b #H, R 4c 2*C 1 , R 4d ^H^fc 
*}R**tfH-?htt (5 1) <Dft&m s 

R 3 ^-NHCH (Et) 2% R 4a ^Me, R 4b d 5 H> R^Me, R 4d ^H"C*> 
t)R 4e ^H-Cfc^S (5 1) (Dik&Vll* 

R 3 ^-NHCH (Et) 2 , R 4a #C K R 4b #H, R 4o «e, R^HTfc 
DR 4e ^H^5S (5 1) <nik&y?}, 

R 3 tfS-NHCH (Et) 2 , R 4a ^Me, R 4b #H, R 4c ^CK R 4d ^Hr& 

r 4o ^h-c$>^^; (5 1) offc'&tt, 

R 3 ^-NEt 2 , R 4o #Me. R 4b #H, R 4c d50Me, R 4d ^H^5R 4e ^ 
HTfc^S (5 1) (Oft&m* 

R 3 tf*-N (Pr) (CH 2 CH 2 CN) , R 4a ^Me, R^H, R 4c ^OMe 
, R 4d ^H-C^t)R 4e ^H"C*>^^: (5 1) 0>&&b % ^fo45»*>fe»lS*t 

So 

[5 4] ±0;R*ttfc#4UW>tt, 7- (3— <>^T^y) -2, 5-i^ 
(2-^^/W-4-^ h^ri/^o:^) - [l f 5-a] -\fyV 
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[5 5] X.QMctmiC&iiLWtt, 7- (S*c?7UT$/) -2, S-*?*<?- 
^-3- (2-^^-4-^ hJf-V?!^- [1, 5-a] -^7 % /Bf!) 



[5 6] i^ffrWlCfrSUvDIi, 7- (N— (3— ^T/yof/W) -N- 
7*o fcT/WT S ^ ) -2, 5-^p<^/W-3- (2, 4-^f/l'7i=;l') - [ 
1, 5-a] -f^/of y ^^yfeiW©!^ *fcfi 

#3§W*Sfc, s$ <i) fcitf (2) rofl:-g^*5j;t53l»j^Wfcn=SBrffi*a 

0 

(iaiTvK Prltyo^K BuB^, 89(110 Tnj »*MTA'*A>t:X 

&SK<o r CJ fi^^or/i'df/PSrjtefe-rs. 8H§§«> r (s) j lis 
ftfeAtttt*. &®f§tf> r (r) j ttRttftAttfteft*-*- *. rr/w^-^j 
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^^b^s:4^stwt-rs„ m&&?h<DmG (-*-&*>*>, =o> , jk-t- 

Greene*i«ktfWuts r^-g-jsjg|c*3lt6^aS (Protective Groups in 
Organic Synthesis) J , John Wiley &; Sons, New York, 199l¥, &i.Xf 

K : ##f, -n"j£, (The Peptides:Analysis, Synthesis, Biology) 

J , ^3#, Academic Press, New York, 1981*p, \£Pm£hX\^Z>&%-£%- % 

^(omTp^mmm^x^nb Lxmw-rz. ^Rm^mxanbtix^^-rti 

cor 5 ^Sgfcffl^s;: r § y&mm<nm\zti. TfB©W>££ 
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(Cbz) &±Zfm&^i?;l'**isjjjutf^/l>m. 1- (p- 



(Fmoc) *£<D#««;&>*^ — hIL 3) t -^Atf+S/*/!/ 
(Boc) % ^F^So^M^/K VJVZfvVjV* h*i/#/Utff^/K 
*5<fctf7 y/^^^*/W^/U*^J!|Jte|S*/^^— HS> 4) $^n*<:/*- 

*—'<jt—hS. 5) hV 7i^f;l/^J;(^^?;;P4^m;v€, 6 
rSKd*tticfF«priBft«j fc^5/M§tt, 5£ (i) *3<fctf (2) (Dft&tao 

#*U\ Sflftlkoyx Hi, ru* vhVOBEKfi»* (Remington's Phar 
maceutical Sciences) J „ 17fiR, Mack Publishing Company, Easton, PA, 1418 
19853s ^JUHSJi, *©B***W«i#"t»-e##i:LraW-r*. 

vivoT?^; (I) *$J:t5 (II) ^ffitt*5cO|g»*ttttjrS*^^LfcaflcT 
&££%;t£>;ft,5 0 *S (I) *s<fctf (II) ©fc**o^nK?y^ 4Mrt*9 



* (i) ov^<o««fis««Mt, & i\m&-tz j?m%m\<\ st (7) 




(1) A = N 

Yaso-c&sa; (7) (Dik&yaz. -8 5 otwii^ig^ 

iSttSKSrffflE*^ «g£#££i*\ *fctt*frf*c, /no 
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*L5 (3t"K XltAD^y, T>\'*>*A'ib~A'tt*/ y 7!)-W/^^t 
OCl 2 , POCI3, PC1 3N PC1 5 , POBr 3 , PBr 3 *fc«:PBr 5 ^ 



(p- F^xy^*^D?>f K^fcit&^ft^) Sfcll^nT/l'* 

y/is* v &m&mmm (#* l< r±**ft:^ h y * a) . t;v* y amta^ 

£ l < fi: y ^* ^ a i? — i yfu \?;vy ^ k) , r/io&y&JHfcr* (hyr/v 
*/i^>y/w) t ^ kis(£?$ l< h v (hy^^/^y/w) tsk) 
, hyr/w^r^^ (»£l<js, n, N-^—fy^ntr/w-N-^^ 

tKP75y*fcttl, 4 , N, N-^mA^Mr? MB 

£L<ttS^^/VTir hT^ K) % SttTSKS (#* L< |lN-^f;^P 9 
i^>-- 2 , ^r^/V^/^^r^KS (ff*L<tti**f*'*A'**$/ 

1~1 0*Cfct)^nyv^|Sl — 1 OOAPT^yg (KKI^np 

an- 2 ot-i 0 otvmwvhZo 
* (8) eft***, -8ox:~2 5ox:<Dmm<oR&M&v*m&m*if 
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ft**, *fctt«S*-ffc, *fcWt**TK:, 5SR 3 H 

R 3 tt±ier£^Lfcii9-efcsa\ sh, cor 7 , co 2 r\ ry-/Kjoj;tf 



fcmmm, TA'Uv&m&TA^A'Tsim (#4L<i*y^*Ai?-- ry^ 

&jstf* (hyr/^/w>y/W tskb (^i<«:thy^^ (hj* 
r/ui/VM r$ K) , h y ta^a^t s ^« (#£L<tt, n, N-^y 
7^n tf/u-N-^^r^^) Sfctt^Sflsrs^S W*L<KWJ» a* 

T/V=-;Um CR**l-8, »*U<f4, y^y-/u*fc»3i^/-^) , ffi 

85 ta,# v~ h y /MB i - 6 , #* u < nr h = h y /u) > /w* 

KB (#*L< fi^fM/VA7^ K) , N, N-t^TA'+A'T-fc hTS KSI 

(#4L<^*^rir br^ K) , s«r^ km (»ti<HN-^f/nf 
, ^TA^/WVWfc^S/KIS (&SL<l*3?y?-A'*A'ft 
*^K) , #«R«{b!c*M (#*U<tt, -O^v^fcJth/^^) 4fcte$ 
SISSC 1 ~ 1 0"C*>9/M3y^JR-34Rl^l 0^P7;^yg (#*L< tti^ 

^^2^ Y#S-<?*>a5t (7) ©*W»ffra*4:S; (1) <DlKoa><D 
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smmtteis*. *fc»±s*rfc, mm&tf&z^ *fc«ts*r^ *r 

*v&m7kmmm <&*L<tt**Mw-hy % r/^y&jgr/^*^ 

*K«!if!>Ai;-^y^^7>; K) % r/i'* y &MOfetfciB, r/^y 
r yw* y &m tr* ( h y ta*^ y r 5 Km (#* l < 
tt^hy^tr* (hy^^^y/u) k) , hyTVMwrsv* (#* 
t< ri, n, N-^-^y^ntr/u-N-3i^r$^*fctthy3:^r5 >- 
) *fcr*3?»«T5^« «f*u<«ttfy^) ^n^icis 
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i ~ 6 , u < ttr-fe h = h y . s?r A^f-A'*— y/mi Of* l < 

-^**iJ->') , N, N-^7;v*M;VAr? KIS (#£ U< tti^fvufrA' 
•at* K) . n, n-^ta^a-t* hrs Kg «f*u<tt^^/wr-fe hr 

SK) , Stt7 5 KS «f*U<rtN-y^/Wfn , s?rA- 

*ft6WE££;rt£t>©-eiJ/j:v\, #*U"£jSi&&ra-8 ot~i oot©i 

S (12) (5£ (1) ©R 3 llSR 13 Tfe5) ©{b£!&&, fi&fE**-Al|,r 
B&5ELfcJ;5*^ (8) (Dit&lktt (l) <D{b^fc£&-f-5^W8vvfc© 
f^£^>T5£R 3 H©{b^&£R)S3*a; (1) ©{b£<fc«r# 
5rti5-et5„ »J)£i LTtt, SC (12) (SC (1) ©R 3 USR 13 -efc5) 

<r>tt&m*. - 8 ot;~2 5 ot:©«HoailcwfimJ8K*#ft*-«Mb*lfc 

ftia-rSCttCioTS: (l 3) (5t (l) ©R 3 KlS (O) n R 13 t?*>«}, nf* 

i, 2-e*>3) wft^icK{ki-5^i*5-ef5. S*{b3lfctt, smb**, r 

fefclW&asJiSfc©-?***^. TJSttfflteH:, TAtf/v* (#fffg:3~l 0 
, »*U<«, T-feh» , TA'^A-TA'3-A* ($9?f&l~6) . 3£# 

gttft*** u< it, son^tuziz b titimmg. i ~ i o -c 

;fc?)^ny^jjj^f-#l~l o^BT^yf (SSLOi^BB^^y) * 

iV^OS^ttx SMI#»Cttftie>*vrv>5 (Uemura, S. , UHrV, 
J;tfTA-/W<75K'fb (Oxidation of Sulfur, Selenium and Tellurium) J , SfiS 
WWfiK-n-fiE (Comprehensive Organic Synthesis) v Trost, B. M.IB> (Elmsford, 
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NYrPergamon 

Press, 199130 % 762-769^-i^ #JB) „ #4 L^RtfaBftri- 2 0*0 

oot;cDfcig-c&£o ***** st (13) « (1) or 3 hs (o) n R 13 

* (1) (5£+, R 3 li-NR 8 COR 7 , -N (COR 7 ) 2 , — NR 8 CONR 
6 R 7 , -NR 8 C0 2 R 13 , -NR 6 R\ -NR 8 S0 2 R 7 f*)5) 
* (7) YttNH-CfeS) ^fe^?)^^^ 3 ot 





Ar 

(1) 

A « N; 

R 3 *= HR*R 7 , NR a COR 7 , 
N(COR 7 ) 2 , HR«C0NR*R 7 , 
HR*C0 2 R 13 



fclC±9, S: (1) <5t*K R 3 tt-NR 8 COR 7 , -N (COR 7 ) 2 , -NR 8 

conrV, ~nr 8 co 2 r 13 , -nr 6 r 7 > -nr 8 so 2 r 7 -c&s) Offc 



-103- 



™y><tMm* bisv-hm, bm*iztibV7i'-bm;*izim 

ai-io^c r c 10 APTWyKAayw»itfc«ft*ftI, c 2 -c 

y ri«7kfts, ^# ve&^ p it 

is, *fc»«5Rs (c x -c 4 ) r^*^>pyvft*a**:tt**4*a^* 
© c 1 - c a </ N * r A'*** n y fc c 2 - c 8 

7;u^^;^y»/>pyvft«ig*fc(ii*ftg, c 4 -c 12 ^pW;v 
7/u^^;^y»/NP y vft»a*fcfUs*fta, 7 V -;^;^ygf/NPy 
Wk*«*fctt**tt3H, 7!l-;v (C 1 -C 4 T/p^) ^fp7!l-;^ 
/w^>«t^nyWLfeS*fcfi«*«iS, ^tp7!)-/I/ (C 1 -C 4 T/i'*/vO 

fctt«*ttsa^*tt5a*, : ene>i-PK^^n-5t^'C«*v> 0 fisted 
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#y& 



«**{MMH u< h y *a) % tvu* y Mr^^^i/ k* ( 

$ ig » 1 ~ 6 ) (»*L<«^hy^A^h^i/K*^«:^hy^A^h^^K 

tt!)wy-fyyp^r$ K) , r^*yAiiK»«W, x/u#y£jRtr 
wr%» *fctt»«HT$^« Of*t<w:try^>') js^sjvcj:*^ * 

© 

^^A4fc (7) (5£*K YfiO, ZflCR 2 "Cfc6) 
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ArCH 2 CK 



R'COR\ 

m&. mix. 



NC. 




NHjNH, — H 

mm 



Rl (5) 0R ° 






EN 



Y = C (R d ) 




(7) Y = O, S; Z e 



T/W*/^/W*^r^ ($5!H£l~6) Wb£<fob. -78t~200t 

k y 9 a* h*s/ K*fc»^- h y h^-v k) , r^* y ±s&jR7fcsssfl; 
torn* r/w#y&g^r/w*/w7S ks (»* t<ity^!?A^-wy7'Be , /v 
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>~hv/um (mm&i~~6, #£L<f*rir h~hy^) , yr^* 
(ff*Ktt^^*M7 5 Kh n, N-^r^/ur* hr s vm (#* 

L<tt^f/V7th7U t ) > «RTSK* (»*L<(tN-^f/V^yi; 

, ^r/^yv^^^r^KS (ff*L<tt^^^**^K 

5£ (3) <Dik&Vo%, Ot-2 0 0t(0|5i©ia, #£L<12 7 0^-1 5 

. S (4) <£fc^feas^ft5o ^fittJWtKtt* T^*A^r/Pa-yHK ( 

9/um 1-6, »*L<fiT*feh=hyyu) , *R:n-^/i« (#£L 

<ttfF7tKn77^fc(tl, 4-^^rf-y) % N, N-^T/l^MvV 
A7^ (#*L<ttS^f^#A^T5 K) , N, N-^r^/ur-fehT 
^ KM (»*L<«^^T^br^ K) , wrts KM (#£L<ISN-p< 

*th?p y 2 -a-^) , s^ta^a**'***' km (»* u< wt^ ^ 
K) Sfcttj^SB^fbk** 0J4L<tt, ^<y*fc»h/^3iv 
) t^atixx^K *4xfefcH3t*n*t«>Ttt*v\ a: (4) 

*ricsc (5) (a;*, R°f*««»i^6©rA'*A/) ©fK^4fcts«$*5 
wit*!)* s: (6) ofls^fc*4*s*sii^-c*a 0 sgictt, ks»2- 
io©7A'*yi 0f*L<ttS») , ^»:2-io-efct)^oyyMi 
^1 0© hi) 7/P*n»»ft^/ND7/P*^ ry-^^*vi (&*L 
<Hp 
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(»*U<tt, ^no^^Sfc»^n*M) , «*»1-10 

&mxhz>o 

St (6) ©fltettfc, -5 0t-2 0 0t;o«5fflOK^iaaT^SttSj«*, 
StSSrffifiE**, *fc«:$^:-fic^Y = C (R d ) 2 (5$*> Yf*0£fcf*S-C& 
19, R d liAayy (#*L<flJ£3i) % T>V***s OK** 1-4) SfclST 
/u*/^*- CK«ftl-4-c*>a) ) ^£*i«S*-5£i:fcJ;!K * (7) 
offc£«i:*i*eS6. TA/*5^*Mfl^ (#*L<tt7KPfi{fc 

~hy/w) , mft=.-T/vm (#*L<flrh7fc KD7?ytftttl, 4-i* 

S K) , N, N-^T/^/KTir hTS KM »*U<tt^^r-trhTS K 
) s OttT^KM 0ff*L<ttN->^>HfByi?y-2-*^) , &TA*A> 
KM (ff*U<tt^^^**5/K) *fctt3^«Bl«ft**M ( 

to 
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55 (7) (5£<K ziin-c*)^) o^raWk^f*, ^^5Wm* 




(7) Y = 0, S; Z =N 

K**i-6) *fciir;^^v Tff E ®& isfrtzy*.~jv 

ft 



fc^-e**. osier** r^*y^**ft«wH(»*L<«t**ft^hy>>A) 
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^nwui , ryi^y r^y&«*»{btes, r/^y 

&JHbr* (hyr/v^A^y^) Km (#£L<tt^h y *Atr* (by* 
^y^y/v) r^K) , hvr^^r^ym (»*l<h, n, n-^v 

:/n t^-N-^A-T^ h y ni^T ^ » ifcfcfi^&T^S ( 

-x/Hg (#£L<ttx h^fc Kn75V*fclil, , N, N 

-^7/^W;VA7$ Kg »*L<tt^f/u*A'Ar$K) , N, N-^ 
T/^/wr-ferhT^ Kg (»*L<«^^T^hT5 K) , SMfcr^ Kg ( 

*t<tt^f L ^/^^^K) *fc»*#«^bfc*g (#£U<i£, 

* (9) *>{fr&*«v - 1 o ot:-i o otw^j^taBc»t«aii-5 
rtici*), a (i o) <Dik&mmbti%o m^ma*. (a) pa-M, 

Pt0 2 , Pt-SJ», Rh-T/isZi-tiittey*-~v*/uteZ<D$[&mt&m 

(b) mrrv*~T}iTA>% v&mm w*i,<ni-h 
y^A) (c) sBK-ty *AT^*^*A^*ii5ds, *n 



-no- 



f^;VA7^ K) , N, N-i?T/u*,uy±hT$ Kg (»*b<tt^^ 

1?, * (9) <0fl:£*HU (4) (7) (a*, ZfiCR 2 tfc5) <D{fc 

(1 1) eO*ra#«r&*LT5£ (7) (5t*. Zf*NT?fc5) <Dfl;£-«&lCg»$ 
a: (l) ©ffrMbtt, ^^6i:i6m«fc5i:, 5$ (7) yiio 




(7) Y = 0, S; Z = N, CR 2 f 1 ) 

3* (7) G>fc£*«r, 0 < C-2 5 0 < C^ffiffi<DS^«-C^ftft^«^, 



-in- 



N, N-S^/u^jM'ATS K» (^Ktt^fy^/PAT^ K) , N, 



R 3 



R 3 C (0R«) 3S 

NH HN^\ 

« Z A- -N 





Ar 

(14) 



R 1 ^ N 



(1) A 



c (or b ) 3 0**, R e (ir/w^ (fcm&i-e) ~?hz>) <oik&y>bRfo 
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^ (^Ktt^f/V^WAT^ K) , N, N-^T/W^r/WT-fer FT^ K 

^sSfg: i-iot?*») />o^yra 1-10 (o^ut;^ ^ l < tti? 

a 



Y 




(15) Y = OH, SH NR*R 7 ; 

Z m N, CR 2 , (7) A 

X = Br, CI, I, B(OR ,M, )2 



5$ (15) YttOH, SH, NR 6 R 7 -?fc>^ Z f*±f2-C5£H Lfcii 

XteBr, CU I> 0 3 SCF 3 £fclSB (OR ,,M ) a "C, R" ' ' 

(Dfmotm-v^is&mm^ *fctt**r, 

ZnC 1 , ZnBr, Zn I , MgBr, MgCK Mg I, C e C 1 2> Ce 
Br a *fcli/>n^fl«i'CJI)5) ©flS#*i:I!3&S**£ b&VZ * c 
#*B*5j:5K:, »WArMttK«if>l!:4**«rt#-e*5. *tt&Jttt 
ttEfc 
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te, s<yW&*X7 4Zs$§#:m (Pd (PPh 3 ) y AO^yft/^^ 

^j>,m^tz\tT/^^m^y^^^mm <Pdc i 2 (pph 3 ) 2 ^pd < 

OAc) 2 &^) *tctt-ytr/\4S&m (N i C I 2 (PPh 3 ) 2 ftif) #^*;ft, 
«h!;T/^ywr^^S (fl^lXtt, N, N-^-^y^n^/U-N-^/P 

r^Sfctthy^A-rs:/) ^4ttTJ:v^, ZftbimfetstiZhw 

) , N, N-^7M/V^A7>; KM OaP*b<tt^^A'*/UAr$ K) , 

n, N-^r/u^r-trhr^ k& (ff^K^wthr^ k) , s« 
*fcr±**s**iirJ:v^ *ft<bKiR££ft£<>o 

MiSitfXOSfctt, ^fg#Kttfrt>jh/C^5 (Imamoto, T. , r*r$i? y * 
AttX (Organocerium Reagents) J , ^JSW^f^-g^ (Comprehensive Organic 
Synthesis) x Trost, B.M.H, (Elmsford, NY: Perganon Press* 1991^) % 1 
231~250-<-v\ Knochel, P., r^«ffift, XXXfigm 
(Organozinc, Organocadmium* and Organomercury Reagents) J * €l 
}EKriFttdj& Trost, (Elmsford, NY:Pergamon Press, 199140 , 1 

%s 211-230-<-^ Knight, D.W., r S p 2 «***fr|BO* y:/y >^EJ&<Coup 
ling Reactions between sp 2 Carbon Centers) J , ^JSftj^PfiS-Sl^ Trost, B. M 
.M. (Elmsford, NY : Per gamon Press, 199 1*F) „ 3^, 481—520^—^ 

) o 

a; (1) <Dik&y>i>?>it, x**-&9\ZTF£tiz%&t:m^x9im-ez 
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V A r M* + 




x 



(IS) X = Br r CI, I, (3 
B(QK n ") 2 , 0 3 SCF 3 

5t (16) (5£<K A, z, R^^t^R^ie-e^L^iio-cfco, Xfi 

Br, CK I, 0 3 SCF 3 £*:l£B (OR"") 2 "0, R" " ttHSfcfl^ 

Si^e^r/MrA-rfc*) o{k^ftSr % - loot-aootoisffl^sfc 
TOtt»«ct, mmzfttE^, izizGm&RimzfflEZ^ 

*fcf4S*Tfc^ArM Mli/NP^y, T^yAJH, ZnCl, Zn 

Br, Zn I, MgBr, MgCK MgK C e C 1 2 , C e B r 2 £fcfey>n 

E##X»S:*BB) o #m&mtm\zft* '<yVVJ±**y4i/&ftm (Pd ( 
PPh 3 ) 4 fe£) , /Nny^/^^^AIg^fcttr^^K^^^^A^ ( 
PdCl 2 (PPh 3 ) 2 £fcilPd (OAc) 2 ft^) *fctt^y*A4fWBI (n 
iCl 2 (PPh 3 ) 2 #<£?) a*£Sti*#, t*iblc:lHS*iiSt>o-Ctt:ftv\ 

raicr*. y &mfcmmm*tz » h 9 r ***t s <#* u < it n 

Ko77^*fcttl, , N, N-^7^*M7?Ki ( 

*f£L< fi^^jf^Ar? K) > n, N-^r/^/wr-fehr^ KM Off* 
v<n&**juT± hrs k) . ¥ttr$K« (#*L<f*N-^^t:ny^ 

:/-2-*-^) % ^T^/V^^^rv-KS Gff*t<Ht^^/i/^^*S/K 
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5£ (7) (5£*K YttO, S, NHTNfcO, ZttCR 2 -e, R\ R 2 *S<fctfA 

Al 0 



Y 





(7) Y =2 O, S, NH; Z e CR 2 , 

#&£it\ SfcttSfrf, H 2 NNH (C = Y) NH 2 (St*, YttO, S*fctt: 

NHT&£) ©ffc^fc^StfacfcfciOSt (17) ©fc£4fc«r£rt**S 
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i 



m& i - 6 ) u < h y * a * h * v K*fcwt^ h y h k) 
, r^j y ±jB^ja**fkfes. r/^ y ^jr^ta^/ut s (#* u< 

* ^Jg (#£L<tt, N, N — v 5 — W V^n If /U-N-^AT ^ >£fc 

^hy^/ur^) *fcttasr*»ir$v« (»*L<tttr3^) #^£tvr 

-^HK W*L<l± J rb7\i Kn7?y*felil l 4 >0 , N, N 

7/^7th7-; k« (#*L<tt^^r-fehr^ K) , »rt s m ( 

#*u^Rfc»a»iot>'i soncoftffl-efcs. ftv^c, S (17) 

■ffc, R 3 c (OR 6 ) 3 ««K R a li7/K;w (K*fti-6) ) ofk^fttR 
iS^^im^o Klcf*. K*ft2-l 0O7;^y^(»*L<|j:S») 

. KMl-10O7;^y^M^ (Sf*L<f^^>'^/^^ 

7;^;l/xv-r/Wg (fft L< tt^^Aoc-TVl') , Iftx^r^g Off* L 
<fifh7tKn77y*fcttl, % N, N-^T/W^r/^/V 

AT 
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IS (#£L<tt^<^Tir hTS K) , S^T^ Kg W*L<HN-^f;V 

^gci — i o-?h*)^uYym*&i^i o^nr^yS (#$u<te^ 

lKIS, (1) (5W, R 3 l*COR 7 , C0 2 R 7 , NR 8 COR 7 

*^«*ii-rtcil7ciSJ^«i31L, 5t (1) <SW>% 
R 3 teCH (OH) R 7 , CH 2 OH, N R 8 C H 2 R 7 ^o«fc r J c C H 2 N R 6 R 7 "C$>5 

1 




CH 2 OH, 
CH 2 NR*R 7 



tt**ft!)f?A7/i/^5'A) , r/^y&jg (hyryv/3^>» 7*5^* 

L 
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is- 8 ot>< i o o^jBHT&So 

5$ (1) (St*, R 3 KCOR 7 *tcnC0 2 R 7 XhZ>) <D 
«MU * (1) (5t*, R 3 teC (OH) (R 7 ) 2 -CfcS) Og»J<0ft^fe^2 

^^Al 2 




Ml*/M3y>\ ZnCU ZnBr, Znl.MgBr.Mg 

.Cl.Mgl, CeCI 2 , CeB r 2 *i^^ayy«tfcS c 7fiH£8tt 

(1) (5t«K R 3 li-NR 8 COR 7 , — N (COR 7 ) 2 , — NR 8 CONR 
6 R 7 , -NR 8 CO z R 13 , -NR 6 R 7 , -NR 8 S0 2 R 7 tfc5) ©flS**HU 



3 
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NC. 



(18) R 




(4) Z 
(10) Z 



R 




mm 




(19) 



mm 




(1) 

A = CR 

R 3 =NR 6 R 7 , NR 8 COR 7 , 
N(COR 7 ) 2 , 
NR 8 CONR 6 R 7 , 
NR 8 C0 2 Ri 3 



5t (18) (iSf, R*3.tU!R 1 tt±IB-C)t^Lfciit)'C*>5) <nft&m*, 
-5 0t:~2 5 0 < Co«5Hrofig-C^»tt^ji^ > 
■ff-S: (4) (l 0) ©flsSftfcJSSStf, S(19) 

y 



? a) , r^* y &jsr/w==¥i/ Kg i ~ 6) (#* u< ra^ h y ? a 
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J 



Twv&mmmtim. r/wj&mvx {y^ta^a^/^m t% km w 

U/w) , ^ta^a^-t^i* (if* L < llv^^A^—r AO , Mft:c~?A' 
a (»*Klifh7bKP77^fil, A- 9 J**yrV) , N, N-^T 
;i/^/UA7^ KM (ff*L<tt^^*M7$ K) , N, N-^T/Mr 
ATirhTS KM (ff*L<tt^^T-lrhr5 K) , g«T^ KM (#S L 
OiN-^/UfcTnlJ ^-2-*V) , S^TA'*^ A'**?/ KM (»*U< 
ttS^^A^A'Jfc^K) £fctt£«l^ft**M 0f4b<Wt, *0"tf:/*fc 

% 5£ (1) (5£»K R 3 ^-NR 8 COR 7 , — N (COR 7 ) 2 , — NR 8 CONR 
6 R 7 , -NR 8 C0 2 R 13 , -NR 6 R 7 , -NR 8 S 0 2 R 7 -e$>£) <D{k&Vd%& 

n^^^l-l 0) ^n^vfbfeM, h^w-hM, ys/u*-hM*fctt 
hVyu— \*m\C 2 -C Q Tsi'**i/y/i'*;u<D^v?^ikV!>m. hi/is— hM 
, * i/u- hM£fcf* hyyis— hM; C 3 - CV>^ n 7M;WAPyyft» 
M> hi/U-KM, ^^^-bM*fclihy7l/-hM; C 4 -C 12 ^P7/k 

^r^o^nyyftfti, h^^-hM. ^>i—hM*fcteM):7ix- 
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x vm. *f\>'-hmzit}*hvyu-hm;-&itt±&mm (c,-c 4 

-C^Ty^vH/Nny^b^iSSfcJ^TkfeS, AnyyJSfgt l ~ l o©C 
I - C xo^ n T'' 1 '* n y Vftftjg* fctt&JkfelS, C 2 - c 8 r a-=> *->r 

ft&w&A'X vm* n y yimm* it\tm^m. tv-a- (c x 
-cj Tw>&ssu<>fyimm*it\im*.®>m. %&mmmm*A>#>>m~ 
nyv-fb«i»*fcttii*«)S, ^nri)-* (c,-c 4 ) rwyi^oyy 

flM£fctt**1MH. tliMI#A'#:'«/N?-f K«*fctt«*»Jg, *fcli?S 

ids (c x -c 4 ) T>\>%^&^v?>{t®m*.ittt.m*®m&%*ixx^i>K 
»*is&^vy>{mm*ittt.m*.®m, Acyvrai^ioccj-Cio 

n r )v*>v?.)\>its n Wb&jgs C 2 - C gT/W 3 # i/T 

/Wdr/P^./P*>-gS/Na yyfb^*fcttil*^> C 3 - C^y? n T/t^V^A- 
^VR/Nny^bflfefSSfcttiS**)*, C 4 -C 12 '>^t"TM^rM/M;i- 

MfcVam* TV— & (c x -c 4 T/w^/w) ^fcry-^My^py 
y\mmt-n.\mi^mm. ^fory-^ (c 1 -c 4 r^/w) ^/w^is^o 
y y\m>w& fc «?n a-* >-s^ n vflaw,* fc 
*!tri«^s (c x -c 4 r^/i') ^/^v-R^oyxb'feimsfcttii*^^ 

* y ±s^R7K*{bi«s, r/w* y &jg^TA*/wr $ km l < r* y ? 

J\i?—4 yy°n f/WTS K) , T/w* V &JR£Bfc&& 7;^!)M^ (hy 
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5t (1) AttCR-Cfc*), Rtt±E"C3£«Ufcii9"C«)») G>ft£* 
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OH 




Ar 




(22) 



(23) 



5£ (4) Sfctt (10) (Oit-S-®)*, 0t;~2 5 0 , CO«SB<0fflg-C^ft<4^ 
«S*,'«»«r*fc4*, *fctt:S*1*fc* (2 0) (5S«K R 1 *5«tVR 3 H:±E 
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J 



^y&str* (hyr/v^/i^yy/v) tskm (#*L<Htf-h y (h 
y * ^as/ y a) r ^ K) % ta*at z (»* u < t*. ^y^o 
yu^^/wr ^ » * fcfi^#Kr s >m (#* u < r* if v &%*nx £ 

V^S, ^itfe^HSSJiatO-CttftV^ *ffitt«iifcHU 7A*A7A3-A 

-hy^m (#**i~6, #£L<ttT-tr h~ h yA) , s^TA^Aoi—rA 

ffi (»*L<f±i*n^A3i~rA) , I^x-T;ug (»$L<W:7h7t Kn 

x N, N-^7A*A#AATS KM (#* 

L<ri^^A*AA75 K) , n, N-^rM/vrthr^ km (#*l< 

tt^^ATirhTS K) % S#7S KM (jf*L<ttN»^f;^py^y- 
2-*» % (#£l^l*S^^A*A**^K) * 

HTfc^o SUfttLTtt, «: (1) (*+ % AISCRTfcfl. R«±ia-C3t^L 
fca0-C*fi) ©{b£**St (2 2) *5<fctf (2 3) 0*Mfrt«ALT*jftT 

a (4) sfctt do) <Dik&®}%, 0^-2 5 ot©«H©iatf-c^}Stt« 
'««K tt»«r#44*, SfcttStfTi;:*; (2 1) (a;*, R l tt±ET?3fe«b 

£J:!K (1) <** % AttCRffct), RWt±B"Oe«LfcJi9T'*S) © 
h y * h^ri/ Ktfctt-*- h y * A3i K) , 7;^ y ±M&JP*St{i: 

*m, TA>*9&m*STfr*A'T% km OfSKtiyfjAy-^ rv^ntvp 
r 5 K) , r;^ y &jg$KJgM, 7;^ y if ^ ( h y r a*av y a) r 
5 km (»*L<«^hy *Atr* (Ky^As^A) tsk) , hyrA* 

AT 
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7VMH h^fc KP79y*ftttl, % N, N- 

^r;^$/i/Ar; KM (»*t<r±^5 L /^/V'Ar^ K) . n, n-^t 
/mwr-fchrs km (ff*u<tt^^T'fehT5 K) , gt«rs km (» 

L<»^9"^yi/*^K) *fcf*55r«KKft**M (»*U<tt, 
v^BSJUIttot^i ootw«5ffi-e*>5o (22) <Dik&to&* -sot:- 

, ^ (23) Xtt^nyv, TA'* % sxMfr=>A*t*i's TD—A'XA> 

**"css. ^nyvftfloicrt, SOCl 2 , POCl 3> PCI 3 , PC1 5> PO 
Br 3 , PBr 3 *ftttPBr B #**ft5^ *JlbKRftSfta t>«>-Ctt4v^ 
0 ^A^s/HBBCfc T/^^/^^»/NDyWkfeM*fct**l*«?M (y 

tt*S**4i?) *fc^P7^/w^#y8/>nyyf|*«tfcfil*»S ( 

Sft5t>^-CHt4v\, i&Sfctt. TA^* yAH**fls*M <#*L<tt**fW- 

h*i"K*fcMtt-|»9 i>A3ih*^K) , T/u*y±MAJR**ft*M, 
TA>%9&M*STfl'*A'T$ KM <#*L< fy^nf/WTS: K 

) , r/wv&mvx (hyr/^/^y^) t?km (#£L<j*-*-hy 
(hyy^vwy^) k) . hyr/i^urs^M (#*l<hu n, 

N- 
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^M (ff4L<ttfcr9^) #^4*VC<fcV>^ *Ji6lC|ReSixSt>0-Ctt 
*l\> *i5tt*«tfc:Hu eMT/urtv-hyyHSI («**l-6, #4L<flT 
irh^hy/p) > ^T^^r/^-T/wS (»SL<(i^xf;i,x^f^) , 8# 
3l-tvi4S (»*l<H:f by t KD7?y4fettl, 4 , N, 
N-^m^ATS KM (ff*U<S^fM/UATS K) , N, N- 

^r/i^/PT*hr5 Km (»*L<tt^^/wr*hr5 K) > «rts km 

tO"CW:ftV\ #4 LV\RfSiaftfA- 2 0t>- 1 0 0X><Dfam~?hZ> o 

«: (2 3) 0>{fc£*«r, -8 0t-2 5 0 < C©|SBBOS«?aS^5FStt*ttE*r 
WE*** 4fctt$lH\ «U£*#fiE**, 4fclS£iHN;ii*;R 3 H R 3 
tt±IB"CS*Ufcii9"C*>ad^ SH, COR 7 , C0 2 R\ T9-A&XXf^ 
raTV-sW^-rti-ehft^) <0{frfr»i:KJ&$*, * (1) ©ft«*«r±rt 

K4fcn^ h y * h K) , r/w* y ±M&M*ig{tfeM* r/w* y 

^T/U^/WT^ KM (#4 L< ftV ^£AiW y^n tT/wr S K) , T/w# y 
&M$B&fiM> T^#y&Jg$g^fgJgM, T^y^JB^ (MiT/w^ 

siao mm m*^<\*i-b»tJ*vx (hy*?vwyA0 k) , h 

4fctt^f&r^M (fftt<tttfj'?y) a^4*vt<fc^ ^Ertt^ic 

m& 1 - 6 , 04 L < teT i? h ~ h y ;U) s VT;v*;\,3L-T;vm (#4 L < 
^a^s-^) , ltts-fA«(fftL<fif-h5tKP77y*fcttl 
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So 

5 
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5£ (2 4) (5£«K R c ttffijSr/^/WS-C*>*), Artt±l2-C!£aL.ft:ii*) 

(2 5) (5£<K A rli±K-?£gUhiI *)-?*>£) ©>HB]#«:#3 
rttf5-C£5„ *#tt^*-A4-CS: (3) ©{t£-«5*>e>5£ (4) WfSIKt:® 

&tz<o\zm\,^tzgiifrtmm-eh5o A (25) os*, aisn) ©ft-g-ttSr, 
5RStt»ME*, SfcttStt-fK&R'c (=NH) OR, 

*v *fcfi$*i* K:S;Y = C(R < ,) 2 ( 

5£f, Ytto*fctts-e*>o, R d »*^oyv (#*u<ttie^) . r>v^v 

(K*»l~4) SfcttTA"*^* (f3jf?#l~4) TNfc.5) Ofb-g-'feiEJS 

it (2 7) (St*. A(iNt?fei), ywo, s-cfes) 
btlZ. rHe>3ESKO*«=tt^*-A4-CS; (4) O^iftSrSC (7) <r>ft&m 

SimtLXti. ^*-A14ta (2 1) Oft**«r« (2 2) «{t£fefc£ 
t*-t5^tffl^fc©i:^«<D^#S:fflV\ (2 5) (5*;*, AliCRtfcS 
) ©{b&fe&jSR 1 (c=o) CHR (C=Y) OR c (3$*, R l *5iVRB:± 
feT^&LfciiU-CfciK R c tt{£iRr/i'3-A'g-efc3) «Mfc-£toi:KJ&£-a:5 

(2 7) AliCRT?fc5) ©^^#C*T-5o 5$ (2 7) &ft 

, YliOTfcS) o^fflfctt^fSteigj&'K SfcttS-frTlo 

it\ *fctt$*-f^R 3 H*fctt:R 2 Hi:S^:$-*5itlcJ;!3«: (l) (^«f, 
Z»4CR 2 -efci) Oft-g-feW^JtS. 

<o8*fcffl^to*£ffl^5;Lias-e£3„ Willi, fcS^Ktt, itit®>*Vc^ 
o yyfbf* te^tf; =/Hbffll R 2 H (* fc tt R 3 H) 

f>£R 3 H (SfcttR 2 H) £RJ££*T5S; (1) WflJ-g-fcfcfc* £ £#3* 
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&cr<d&&) -est (22) (Dik-eetoz-iX: (23) <r>&&m. Zhic*. (1) 0 
(b£-fefc3E&-*-.5l&£\ (5£«K AttN-C*>5) -CSC (7) <o 

it&VoZ*. (8) ©fls£*, £ blest (1) mt&isiiizim-tzm&fcm^lttk 

SiJifei U-Ctt. X^-Al (2 7) (5$<K YI4S-e$>5) ©(bg-<&£ 

it (1) <0(k^lc^-r5wi:tt*^S. 5£ (2 7) ©^ffflttflc^ifci&^&te 

) ^b-a-^^etva. m*zfcfc&ft}$SLTmmK. ^*-A2-es (7) © 
•pbhwua*** (12) (Sfctta; (13)) o(t^ $e>ic5£ (1) <n>vc 

S; (1) (Oit-^mt, 5^$tv5S'J^S«SSrfflv\ S; (2 4) © 

<fc3*a»e>«are*a. 5$ (24) ©fls^»* % *+-Aiorst (3) ©as* 
«5£5*; (17) (Dit&to. 3 6 to* (7) ©fc£«>K:£&-r5t§3-K:teffiLfc* 
fr*JHv\ JRSttJ«K1». «tr#fcS*, ££NH 2 NH (C = N 

H) NH 2 ©flS-fr«i:«>®t: % (KSR'C (ORJ 3 (SC«K RJH6&T** 

/K RMi±E-C^bfcii»»-efc5) ©It^fctoBSftgAU, A(2 7 
) oftd«i:«lt5itm5. 

#5. 



6 
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*h va 




Ar 



(1) 2 a COH (2) 

a (2 7 b) <oit^mi. *t&mm<ps *fci±&«-ric* 

R 14 X (5t*K R l4 «±l2-C^Lfcii9-Cfe9> Xtt^n^ T/^^/V 
MbtmtZb, (2 8) 0«56*#6*i*. 5t (2 8) (^CK YteO^fc 

5) <oit&%>z?Fm&mm*, tfciistt^nyyfai* 

^-fiCR 3 H^^j£^^^, 5£ (2) -^b^lft^RJtS 
^-Al 4 (A*CR©jl6) "CSC (2 2) Ofb^*«r* (2 3) <D 

tsbKj*: (i) (Oft^te^Sift-f-ss^, *fcr***-Ai (SC*, a 
WtN"C*6) -CSC (7) o^feSrS: (8) *>fls£4&, £bR5t (1) Oft** 



SJffiturwt, S: (2 8) Yi*ST?fcs) ©ft*«Mr^JSttiwiE*"C 
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*. *£«r#lES*, *fctt$iH*KR 3 HiRfSS*Sr*lcJ;!>, SC (1) 
©ft^)>4S#P>H5„ fflv>5RJS&#*5£tmiiStt, ^*-A2"CS; (7) 
BM*:flS^«l«r5t (1 2) (*fctt5£ (1 3) ) £e>lC5£ (l) 

5£ (1) (s£<k ZttCOH-Cfei) ©fls-g^tt, ^*-Al 6lcE!^-r5J: 
pICLTiC (2) <rHk&mc&&-e2Zo *ffite&i&<K JSS£#££-B\ *fc 
tt$*i*^R 14 x (5£«K R 14 »i±iar;£8L;fciI>}T?&'K xti^n^y. 

<r>Tfr*Mmttmt*^b\cZ<o (2) o«it<5#etve. Sg#asi8»S 
<fc5lc % 6-CfflV^fc^i5fel4S; (1) (SCt, ZttCOR 7 -Cfc5) (O 

Thy*?*) , Twj&mr^^m m%&i~6) w*L<t*th 
K) ; r/p* y &® tr * (by r/w*A-> y ao r 5 kjs (#* t < to- 1 y ? 
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PT/^yl (jflKH^nn^y) #£*ftTJ:lvtf, -tftfefciwe* 
ft5 t>0rett*v\ #* Li^EJsSfitf tt- 20t-io otofiBT?**. 

gam 

D h^NMR**** rvW2IBM-Bruker FT-NMR (3 0 0MHz) "CfB»tfc 0 ft 

hf* % «Tfclft££fta«*pn*/W^Sfc^^ 
OrtfiSSJp^h^^^i/y^SrSIPtLrppm (6) «rJBV*"CIB«Lfc. » 

(MS) SfcttKjWMBJM;*'** (HRMS) tt, Finnegan 
MAT 8230#)fcfr <KTfc»£3ft* «fc 5 fc* 7^7t*t9 7^tt 
6ttfc(*f{t (CI) «ftfi^^n^h^7-f (GC) 
Hewlett Packard 5988AM#ftff"efB& Lfc, RbRttBuchi Model 510j»£«ij£g 

WISeSttrfTKiaSrWAL^ «SftbH3>. Perrin*5«fctfW.L.F. Arraarego, 
ffl^fp<0^®! (Purification of Laboratory Chemicals), 3fig > (New York:Perg 
amon Press, 1988¥) ^K^^-»ttl:ai^tt4or«|!t/: 0 
•7 h^?7^tt»Tfc»**fta»j«*«rfflV^S/U*^/P±-Cffofc 0 S^fttt 
*0»^tt:««H:«:*f. *ft£WCW:* SM3J:tF^~ trv hl*fiSK:S-5< 0 

W\ *«^<o^^iibrm^T#^e>ft5l:ao^^^i-*t>^-c, M 



mmmi 

2, 7 8- (2, 4-S?7«^7*r:^) [1, 5-a] -\fyV 
n- [1, 3, 5] - (3H) 

5$*, YttO, R l [*CH 3 , ZttC-CH 3 , Ar«2, 
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a. i-vry-i- (2, 4-^^f-;v7xx/p) /p/<y-2-ty 

th^A-il/yh (9. 8g, 0. 43mol) £2, t^/V? 
A'T±h~b!)/l' (4 8g, 0. 3 3mo 1) <Offik*.*f-j\, (1 5 0mL) 

A'-CifcfrU SKUio @fr£*tciga?U IN HC 1 Jg$£;ta;iT p H= 5 

~6^l^o m&vozmm^/i' (3x2oomD -caaiLfco *r«yi££-;b 

iirMgSO^S&EiU 5i§b^ 0 ^&«EEg^-rs^fifeO@{*:^e>^c 

(4 5. 7 g, lR^7 4%) 0 
NMR (CDC 1 3 , 3 0 0MHz) : ; C I -MS : 1 8 8 (M+H) 0 
B. 5-T^y-4- (2, 4-^^f;V7i^) -3-^f;^7y-/V 

(2, 4 -Vt^/Vy zl—zU) 7^0/^-2-^ (4 3. 
8 g, 0. 2 3mo 1 ) > t YyVl/-i£&m (22m L, 0. 46mol) , 

(4 5mL, 0. 78mol) ftiffh^xy (500mL) 
% Dean-Stark h 7 S> T'iHIx.fcgg* , BttWfc-Cl 8B$Wil#Lfc 
o K£S^«r«Hfi«S"C»aflU SBK*WES*Lfco £&St£6N HC 1 

XL, pH=l 1 £ Lfc 0 #fc*tfc¥»«*ft»3i^"C3EttWLfeo #BW£ 
MgS0 4 tKiU *»Lfc. S«*«JES*i-5^^»feOtttt» 
«*3^»6ilfc (3 4. 6g, ft*7 5%) o 

NMR (CDCI 3 , 30 0MHz) : 7. 10 (s, 1H, 7. 05 (d, 2 
H, J = l) , 2. 37 (s, 3H) , 2. 10 (s, 3H) 0 



C I -MS : 2 0 2 (M+H) „ 

C. 5-Ti? hT5 vV-4- (2, 4-^^^/W7^^/P) -3-^/V-fc 9 

(6 9. 5g, 0. 50mol),^nn^y(l20mL 
) *5<fctf* (3 5 0mL) ©jB^ftSrlKJBPU^P), ^77UT-fe h>f $ ^ 
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<6 0g, 0. 4 8mol)^f<Mfc e rg£#fiU 
^nn^y (2X 1 2 0mL) "Cttffltfco Wttl/i £3*to1*\ MgSO^ 

SSrtOSSE (3 5. 0g) «r$^(rm$Si*t-^^i:*<ffiV>fc 0 

5-T^/-4- (2, 4-^f;U7x^) -S-^/Uf A' (3 
4 g, 0. 1 7mo 1 ) , xf/PTt h^f^y—b (2 2 g, 0. 25mol) 
ifcJztfTirh-MJA' (5 0 0mL) ftffilt (9. 7 

mU 0. 17mol) Sr*Px.7t e #fe*lfcKJS^fe 3 BW»# U 

U *»fcH***a03i-^^"WK*Lfc. efeHfctt^^*£*Lfc (3 1 
. 4 g, JR*6 1%) 0 

NMR (DMSO-d 6> 3 0 0 MH z ) : 7. 00 (s, 1 H) , 6. 90 ( 
dd, 2H, J =7, 1), 2. 28 (s, 3 H) , 2. 08 (s s 3 H) , 2 
. 00 (s, 3 H) , 1. 90 (s, 3 H) , 1. 81 (s, 3H) „ 
C I —MS : 2 4 3 (M+H) « 

D. 2, 7 B- (2, 4-^f^7x^) [1, 5-a] - 
^7^n- [1, 3, 5] - bVTVy-4 (3H) 

i-bV^^^y h (2 3 g. lmo 1) ZML<8:WL1Z^? J-)V (5 0 
OmL) i^lfoiJPx^ ^hli *A#'f'<'tEJSLfc«U 5-T1r YT%V 
y-4- (2, 4-W^7x^) -S-^^Atr^^-zK Bt&£ (3 1 
. 2 g, 0. lmo 1) &£TfMBt*S='?-A> (9 7mL, 0. 8mo 1) 



^?^U ^*WEE«*Lfc B «»Sr*»J:»<||U IN HClS«Wo< 
9£A0£TpH=5~6<hUc: o *ff fcRHfts^/i'-C 3 SHAH Lfc 0 #«J§£^ 

#£>tWc (2 6 g, iRs£9 8%) 0 

NMR (CDC 1 3 , 3 0 0MHz) :7. 15 (s, 1H) v 7. 09 (s, 
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2H) x 2. 45 (s, 3H) s 2. 39 (s, 3 H) % 2. 30 (s, 3 H) 

o 

C I -MS : 2 6 9 (M+H) 0 

5-^^-3- (2, 4, 6-hy ^f/^x^/V) [1, 5-a] - [l, 

2, 3] MJryo- [i, 3, 5] -mjt^v-7 (6H) -*i/<dw& 

(5£7, YJSO, RM2CH 3 , ZttN, Artt2, 4, 6-hV*?sl>7 

A. 1 - 7x^/Mf/V-4- (2, 4, 6- hy -5-T 

->TWb2, 4, 6- hy^^/^^/U (1. 0g, 6. 3mmol),7 
5Jfc*<:/S*/M0. 92g, 6. 9mmo!)fcJ;^!)^t-^F^K( 
0. 7 8 g, 6. 9mmo 1 ) F7t Fo77V (1 OmL) fc*D;tfcig'& 

•C3[nJ#jffiLfc 0 4HM*£fc*« MgS0 4 tKiSU 6iiUfc. ffiKSrttEE 

OHfttt*#&*tfc (1. 12g, 1R$6 1%) 0 

NMR (CDC1 3> 3 0 0MHz) : 7. 60-7. 30 (m x 5H) , 7. 
30-7. 20 (m, 2H) , 5. 50 (s, 2 H) % 3. 18 C/P—Ks, 
2H) , 2. 30 ( S> 3H). 2. 10 ( S> 6 H) 0 
C I —MS : 2 9 3 (M+H) . 



b. 4- (2, 4, e - by * 7- Aryans) bVTy-/v 

mWT^*~T (3 0mL) *5j;tf 1 -7s=W^-4 - (2, 4, 6- 
h!l^f/V7x^) hl)7/-;u (1. lg, 3. 8mmo 1) 

©WW:, ^MJfrA (500mg, 22mmol) SrftffLft^bJDPitfc. 

^a^ft»«^^j*K-rs*-c»»Lfc. «fl:r>*=!>A»« (mu t 

5i§Lfc 0 7kB*»TV*~T7K-ClfiStti:L (pH=9) , Stixf ^30 
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(5 2 Omg) o 

NMR (CDC 1 3 ^ 300MHz) : 6. 97 (s, 2H) > 3. 68-3. 

5 0 (^p-Ks, 2H) % 2. 32 (s, 3 H), 2. 10 (s, 6H). 
C I -MS : 2 0 3 (M+H) 0 

c. 4- (2, 4, 6-by^^7o:-/v) 

4- (2, 4, 6-h!)^f;l^7x^) - 5-r-;y^r/-^ (400 
mg> 1 . 9 8 mm ol) , a^/PT-fc h4 ^ Y ( 2 6 1 m g , 3 mm o 1 
) *3cfct/7kg^ (0. lmL, 1. 98mmol) (07t h 'J/K6mL) 

©a-^A^afrLfc. &&v&&-fzt&&®mmt>hiz (4 9 0m g , a 

3*8 2%) 0 

NMR (DMSO-d 6> 300MHz) : 7. 90-7. 70 (^Ks x 
0. 5H) % 7. 50-7. 20 (^a-Ks, 0. 5 H) , 6. 90 (s, 2 
H) , 6. 90 (s, 2H) , 3. 50-3. 10 (^-Ks, 3H) , 2. 
30 — 2. 20 (^P-Ks, 3H) , 2. 05 (d, 1H, J = 7) , 1. 9 

6 ( s » 6H) > 1. 87 (s % 6H) 0 CI —MS : 2 4 4 (M + H) e 



D. 5-^^-3- (2, 4, 6- h!J y^vl^^/U) [1, 5 -a] - 
[1, 2, 3] -M)7Vn- [1, 3, 5] -MJTS^-7 (4H) 
^ hJJ £A (3 6 8mg, 16. 2mmo I ) — /P (1 OmL) \£M 

a-C«#L4^6»*fco + hy*A#K«Lfctk 4- (2 f 4, 6-h!J* 

f/^x^) -5-r-t? hr^^/ m>T3/-a\ ftifc& (4 9 0m g , i. 

6mmo 1) ^U^Ri^n^yp (1. 6mL, 1 3mmo 1) ZtidiLlt. KJ& 
«RU IN HClM$rMt P H=5-6tU SS^f/HaSitli?: 
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ftfc (3 00mg, IR^6 9%) e 

NMR (CDCI3, 300MHz) :6. 98 (s, 2H), 2- 55 (s x 
3H), 2. 35 (s, 3H) , 2. 10 (s, 6H) Q 
C I -MS : 2 7 0 (M+H) 0 

gums 

4- (i? (jj/lstf* h*i/) JT-Jl') -2 t 7-i?*3-fr-8- (2, 4-i>* 
f'/uy^zL/u) [1, 5-a] -l^/u- [1, 3, 5] -h!ir^^O«3g 

(5tl* R 3 I2CH (CHC0 2 CH 3 ) 2 , R'ftCHg, Zf*C-CH 3 , 

Ar|t2, 4-^^7*^U-C*5) 

A. 4-£pp-2, 7— ^^A"-8- (2, 4-^nn7x^) [1 
, 5-a] -VyVv hVTVs 

2, 7-^^-8- (2, 4-^f/V7i^;H [1, 5-a] -fc>7 
✓ 3, 5-hVTi?y-4-*> mmWl. 1. 3 8g, 4. 5mm 

o 1) % N, N-^f/^yy (lmL, 8mmo 1) &XXf***>£1kV 

> domL) <^s^s:iai«as-c4 8^ffl*»ufco ai§o**^iM:!> ^ 

ttfflfcfrofc. ««JH«r^to*, *T8;#U ^"CMgS0 4 TffiiU £i§ 
L 



fc 0 «^Bif5^fe»»Pf^fco 77yv/^7A^vF 
?y7<{ (jg^t^/u : ^^rf-^ : : 1 : 4) -C-Otf>#li (R f =0. 5) £ 
#fc Q «K trMEEB^r * t «6tttt»## kftfc, ( 1 . 0 g * ft* 6 8 %) 

o 

NMR (CDC 1 3 , 3 00MHz) : 7. 55 (d, 1 H N J = l) % 7. 3 
8 (dd, 1H, J = 7, 1) % 7. 30 (d, 1H, J = 7) % 2. 68 (s 
, 3H), 2. 45 (s. 3H) ;CI-MS: 3 2 7 (M+H) <, 
B. 4- (i? (*/^^ F^rV) /^yV) -2, 7-^p<^/W-8- (2, 4 
-S^^Vl^ [1, 5-a] -f^yn-l, 3, 5-hUT^V 
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^(OtcWz^^^Xt^^miti-hV *A (6 0%M, 8 0mg 
, 2mmo 1) Sr^fy"e2|5lffi#U ttf f*7t Kp77V (THF, 1 
mL) ^l^x.fc 0 ^d^K^^V (0. 3 2g, 2mmol) OTHF (2 
mL) ^$r5»ra-C^TLfc 0 ^c^rfl* LV^^^S^fco 4^an 
-2, - (2, 4-^nn7x^) [l, 5 -a] -\fy 

hVTitls (0. 5 g, 1. 7 5mmo 1) OTHF (2mL) i&fi££*nx. 

S^^T3lHl»ttJL^ 0 #8Ug£#fri*\ ^fflTkTllsJ^L, MgS0 4 

-?Y?y7 4 (R8xf;v : : : 1 : 9) &frV\ &ffi£&JE®:fe1-a 

(R f =0. 2, 2 50mg, iR$35%) c 

0 — 5 2^ 

NMR (CDC 1 3 , 30 0MHz) : 12. 35 (/o-Ks, 1 H) , 7. 
15-7. 00 (m, 3H) > 4. 40 (q, 2H, J = 7) , 4. 30 (q, 
2H, J = 7) , 2. 4, 2. 35, 2. 3, 2. 2, 2. 1 (5s, 12H) 
, 1. 4 (t, 3H, J = 7) , 1. 35-1. 25 (m, 3 H) ; 
C I -HRMS : W-3MI : 4 1 1. 2 0 3 2 % SgSBHt : 4 1 1 . 2 0 2 3 G 



4- (1, 3-i?t h*i/-2-yxi\f;UT -2, 7-^^-8- ( 
2, 4-^na7x^) [1, 5-a] -VyVv-l, 3, 5-h^T^ 

Kl, R 3 «NHCH (CH 2 OCH 3 ) 2 , R l l*CH 3 , ZfSC-CH 3 

, Artt2, 4-^^nn^rn^/lx-cfc5) 

A. 4-*pp-2, 7-^>^-8- (2, 4-^PP7x^) [1 
, 5-a] h } JTi?> 

2, 7-5^^-8- (2, 4-^f/U7ir;;|/) [1, 5-a] -\fy 
:/p-1, 3, 5- hVTV^-4-*y (mmmis l. 38g, 4. 5mm 
o 1) , N, N-i^^T^y^ (lmU 8mmo 1) &£Xf**ismtV 
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y (lomD <Dm>&yozmffiu&v4 8i%rmfti'tc 0 m&<o***smw> 

»ffi&frofc 0 mmm&&t>1t, 7k7k"Cife#U Rv^MgSO^U 
Y?y7>( : : : 1 : 4) "O— Otf>#® (Rf=0. 5) 

®mz%fr&*-tz> t n&tovtmmhtiiz. ( 1 . o g , wes% 

) 0 

NMR (CDC 1 3 * 300MHz) : 7. 55 (d, 1 H, J = l) % 7. 3 
8 (d<U 1H, J=7, 1) , 7. 30 (d^ 1 H, J = 7) % 2. 68 (s 
, 3H) , 2. 45 (s, 3H) ;CI -MS : 3 2 7 (M+H) 0 
B. 4- (1, 3-^;* b*i/-2-7a\f/l'T^y) -2, 7-^^A— 
8- (2, 4-^nn7x^) [1, 5~a] 1 , 3, 5- h 

4-^oo-2, 7-^^-8- (2, 4-^no7j-;H [1, 5 
-a] -\?yVxi-l 9 3, S-hVTi?^ (^~hA, 5 7 0mg, 1. 74 
mraol), 1, 3-^^^/0^-2-7^^^ (2 5mg, 2 
. 0 8mmol) *3j;^^y-/i/ (lOmL) tf>i&&$j£Jifflma-C 1 8f3M?B 



#Lfc 0 K^^Sr* (2 5mL) g^^/i^ 3 Lfc 0 *f*8 

^Yfy7 4 (CH 2 C 1 2 : CH 3 OH : : 50 : 1) -0-o<D£p5 & & 
«E*»E«*i-atH#*»6*tfc (2 50mg, W35%), 

SMu 1 8-1 2 ot: 0 

NMR (CDCI3, 3 0 0MHz) : 7. 50 (s, 1 H) , 7. 28 (d d 
, 2H, J=8, 1) , 6. 75 (d, 1H, J=8) , 4. 70-4. 58 ( 
nu 1H) , 3. 70 — 3. 55 (m, 4 H) , 3. 43 (s, 6H) x 2. 5 
0 (s. 3H) « 2. 3 5 (s. 3H) « 

C I -HRMS : 4 0 9. 1 0 7 2 , : 4 0 9 . 1 0 8 5, 
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7C^##f : 

H-^ffi (C 18 H 21 C l 2 N 5 O z ) : C, 5 2. 6 9, H, 5. 17, N, 17. 

0 7, CI, 17. 2 8, 

Hfflfi: C, 52. 82, H, 5. 0 6, N, 16. 77, CI, 17. 50, 

1 - 4 ©TB»K«*:«ire* So 

OJHig-etSo #JH1-a*BT\ Phfi^^/K Prlir/ofcT/K Melt^f 
>K Et(ixf;K BuH^;K Ex 



-HI- 



m i 

R 3 




Ar 

oil It *4ji> 



£2^ 




B2 






6 a 


c-Me 


NHCH(CH20Me) 2 


2,4-Cl2"Ph 


118-120 


7 b 


C-Me 


NHCHPrp 


2,4-Cl2-Ph 


114-116 




C-Me 


NEtBu 


2, 4-Cl 2 -Ph 


oil 


9 d 


C-Me 


NPr {CH2-C-C3K5) 


2, 4-Cl2-Ph 


oil 


10« 


C-Me 


N(CH2CH20Me)2 


2, 4-Cl2-Ph 


oil 


11' 


C-Me 


NH-3-~.7 r f-/l' 


2,4-Cl2-Ph 


90-92 


129 


C-Me 


NHCH(EtfCH 2 OMe 


2,4-Ci2~Ph 


179-181 


13* 


C-Me 


NEt2 


2, 4-Cl2-Ph 


133-134 


14* 


C-Me 


NHCH(CH20EC)2 


2, 4-Cl2-Ph 


oil 


153 


C-Me 




2,4-Cl2-Ph 


139-140 


16* 


C-Me 


KMePh 


2 # 4-Cl2-Ph 


60-62 


lH 


C-Me 


NPr2 


2,4-Cl2~Ph 


oil 


I8 m 


C-Me 




2, 4-Cl 2 -Ph 


130-132 


19 


C-Me 




2, 4-Cl2"Ph 




20 


C-Me 


N(CH2Ph)CH2CH20Me 


2, 4-Cl2-Ph 




21 


C-Me 


NHCH (CH2Ph J CH20Me 


2, 4-Cl2^Ph 




22 


C-Me 




2 r 4-Cl2-P^ 




23 


C-Me 




2,4-Cl2"Ph 




24 


C-Me 


1.2.3.4 rh^fcKu 


2,4-Cl2-Ph 




25 


C-Me 


CH 2 (1,2,3,4 f- Y 5t Kn . 


2, 4-Cl2-Ph 




26 n 


C-Me 


OEt 


2, 4-C12-PH 


141-143 


27 


C-Me 


OCH(EOCH2QMe 


2 f 4-Cl2~Ph 
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28 


C-Me 


29 


C-Me 


30 


C-Me 


31 


C-Me 


32 


C-Me 


33 


C-Me 


34 


C-Me 


35 


c-Me 


36 


C-Me 


.37 


C-Me 


38 


C-Me 


39 


C-Me 


40 


C-Me 


41 


C-Me 


42 


C-Me 


43 


C-Me 


44 


C-Me 


45 


C-Me 


46 


C-Me 


47 


C-Me 


48 


C-Me 


4 9° 


C-Me 


50 


C-Me 


51 


C-Me 


52 


C-Me 


53 ae 


c-Me 


54 


C-Me 


55 ac 


C-Me 


56 ah 


C-Me 


51 ai 


C-Me 


58 ad 


C-Me 


59 


C-Me 


60 


C-Me 


61 


C-Me 


62 


C-Me 


63 


C-Me 



0CH2Ph 

SEt 
S(0)Et 
S02Et 
CH(C02Et)2 
C(Et) (C02Et>2 
CH(Et)CH20H 
CH<Et)CH20Me 
C0NMe2 
COCH3 
CH 10H) CH3 

c(0H>ph-3-e , ;^A' 

Ph 

2-CF3-PH 
2-Ph-Ph 

CH(EC)CH2CONMe2 
CH(Et)C«2CH2NMe2 
NHCH(CH20Me) 2 
KHCHPr2 
NEtBu 
NPr <CH2-C-C3Hs) 
N(CH 2 CH20Me)2 

NHCH(Et)CH20Me 

NEt2 
NHCH <CH20Et ) 2 

NMePh 
NPT2 
NH-3-^V^v^ 

N(CH2Ph)CH2CH 2 OMe 



2, 4-Cl 2 -Ph 

2,4-Cl 2 -Ph 

2,4-Cl 2 -Ph 

2,4-Cl 2 *Ph 

2, 4-Cl 2 -Ph 

2,4-Cl 2 'Ph 

2, 4-Cl 2 -Ph 

2 / 4-Cl 2 -Ph 

2, 4-Cl 2 -Ph 

2 t 4-Cl2-Ph 

2,4-Cl 2 -Ph 

2,4-Cl2-Ph 

2,4-Cl2-Ph 

2,4-Cl2-Ph 

2, 4-Cl 2 -Ph 

2, 4-Cl2-Ph 

2 f 4-Cl 2 -Ph 

2,4-Cl 2 -Ph 

2,4-Cl2-Ph 

2,4-Cl2~Ph 

2, 4-Cl 2 -Ph 
2,4,6-Me 3 -Ph 125-127 
2, 4, 6-Me3-Ph 
2,4, 6-Me3-Ph 
2,4, 6-Me3~Ph 

2,4,6-Me 3 -Ph 123-124 
2,4, 6-Me3-Ph 

2 # 4,6-Me 3 -Pfc 145-146 
2,4,6-Me3-Ph 88-90 
2,4,6-Me3~Ph 132-134 
2,4,6-Me3-Ph 134-135 
2,4, 6-Me3-Ph 
2,4, 6-Me3-Ph 
2,4,6-Me3-Ph 
2,4* 6-Me3-Ph 
2, 4, 6-Me3-Ph 
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64 C-Me NHCH<CH2Ph)CH20fte 

65 C-Me NH-4-T YyM Kn^7-^ 

66 C-Me NH-*>$ r O'S>*A/ 

67 C-Me 1,2,3.4-r Ko- 

68 C-Me CH 2 <1.2,3,4 -X Kn 

4 >J -/I/) 

69 C-Me OEt 

70 C-Me OCH (Et)CH20Me 

71 C-Me CXTH2Ph 

12 C-Me 0-3-^y-f/, 

73 C-Me SEt 

74 C-Me S(0)Et 

75 C-Me S02EC 

76 C-Me CH(C02Et)2 

77 C^Me C(Et) (C02E0 2 

78 C-Me CH(Et)CH20H 

79 C-Me CH(Et)GH20Me 

80 C-Me CONMe2 

81 C-Me COCH3 

82 C-Me CH(OH)CH3 

83 C-Me C(OH)Ph-3-lf V 

84 C-Me Ph 

85 C-Me 2-CF3-Ph 

86 C-Me 2-Ph-Ph 

87 C-Me 3 ^>?*A' 

88 C-Me s y?u-fi-ftr 

89 C-Me S-tfJ?* 

90 C-Me CH(Et)CH2CONMe2 

91 C-Me CH(Et)CH2CH2NMe2 
92P C-Me NHCH (CH20Me) 2 
93<* C-Me N(CH2CH20Me)2 
94 c C-Me NHCH(Et)CH20Me 
95 s C-Me NH-3-^ 

96* C-Me NEt2 

97 u C-Me N(CH2CN) 2 



2,4,6-Me3-Ph 
2,4, 6-Me 3 -Ph 
2, 4,6-Me3-Ph 
2,4,6-Me3-Ph 

2, 4,6-Me3-Ph 

2, 4,6-Me3-Ph 
2.4,6-Me 3 -Ph 
2, 4, 6-Me3-Ph 
2, 4,6-Me-3~Ph 
2,4, 6-Me3-Ph 
2, 4, 6-Me3-Ph 
2, 4,6-Me3-Ph 
2,4,6-Me3-Ph 
2,4,6-Me3-Ph 
2,4,6-Me3-Ph 
2,4,6-Me3-Ph 
2,4,6-Me3-Ph 
2,4,6-Me3-Ph 
2, 4, 6-Me3-Ph 
2,4,6-Me3-Ph 
2,4,6-Me3-Ph 
2,4,6-Me3-Ph 
2,4,6-Me3-Ph 
2,4,6-Me3-Ph 
2,4,6-Me3-Ph 
2,4,6-Me3~Ph 
2,4,6-Me3-Ph 
2,4,6-Me3-Ph 
2,4-Me2-Ph 
2,4-Me2-Ph 
2,4-Me2-Ph 
2,4-Me2-Ph 
2, 4-Me2~Ph 
2,4-Me2-Ph 



44-45 

oil 
102-104 
102-104 

oil 
148-150 
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4 



98 v 


C-Me 


KHCH(MeJCH20Me 


2,4-Me2-Ph 


102-104 


99* 


C-Me 


OCH(Et)CH20Me 


2, 4-Me2-Ph 


oil 


100* 


C-Me 


NPr-c-C3H5 


2, 4-Me2-Ph 


oil 


ioiy 


c-Me 


NHCHJMe)CH2NMe2 


2, 4-Me2-Ph 


47-48 


102 z 


C-Me 


N<c-C3Hs)CH2CH2CN 


2, 4-Me2-Ph 


117-118 


103 ad 


C-Me 


N(Pr)CH2CH2CN 


2, 4-Mea-Ph 


oil 


104 ab 


C-Me 


M(Bu)CH2CH2CN 


2 # 4-Me2-Ph 


oil 


105 


C-Me 


NHCHPr2 


2, 4-Me2-Ph 




100- 


C-Me 


NEtBu 


2 # 4-M62-Ph 




107 


c-Me 


NPr (CH2-C-C3H5) 


2,4-Me2-Ph 




108 


C-Me 




2, 4-Me2-Ph 




109 


C-Me 


NEt 2 


2, 4-Me2-Ph 




110 


C-Me 


NHCH (CH20Et) 2 


2, 4-Me2-Ph 




111 


C-Me 


NH-3- /Of-A, 


2, 4-Me2-Ph 




112 


C-Me 


NMePh 


2,4-Me2-Ph 




113 


C-Me 


NPr2 


2, 4-Me2-Ph 




114 


C-Me 


NH-3- <^*i/fl' 


2, 4-Me2-Ph 




115 


C-Me 


y J 


2,4-Me2-Ph 




116 


C-Me 


N(CH2Ph)CH2CK20Me 


2,4-Me2-Ph 




117 


C-Me 


NHCH (CH2Ph) CH20Me 


2, 4-Me2-Ph 




118 


C-Me 


NH -4 T h?fc \?xi\£?~A, 


2/4-Me2-Ph 




119 


C-Me 


NH is 9 n f- A/ 


2, 4-Me2-Ph 




120 


C-Me 


1,2.3,4 x I- 7 Kn- 


2,4-Me2-Ph 




121 


C-Me 


CH 2 -(1,2.3.4 f YyM Ktf- 


2,4-Me2-P*> 




122 


C-Me 


OEt 


2,4-Me2-Ph 




123 


C-Me 


OCH (EOCH20Me 


2,4-Me2-Ph 




124 


C-Me 


OCH2Ph 


2,4-Me2-Ph 




125 


C-Me 


0-3- 


2 # 4-Me2"Ph 




126 


C-Me 


SEt 


2 # 4-Me2" p ^ 




127 


C-Me 


S (0) Et 


2, 4-Me2-Ph 




128 


C-Me 


S02Et 


2, 4-Me2-Ph 




3 


C-Me 


CH(C02Et)2 


2, 4-Me2-Ph 


50-52 


129 


C-Me 


C(Et) (C02Et)2 


2, 4-Me2-Ph 
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130 


C-Me 


CH (EUCH2OH 


2,4-Me2-Ph 




131 


C-Me 


CK(Et)CH20Me 


2, 4-Me2-Ph 




132 


C-Me 


CH(Et)CH20Et 


2,4-Me 2 -Ph 




133 


C-Me 


CONMe2 


2, 4-Me2-Ph 




134 


C-Me 


COCH3 


2,4-Me2-Ph 




135 


C-Me 


CH(OH)CH3 


2, 4-Me2-Ph 




136 


C-Me 


C(OH)Ph-3- \Zi)i>Jl> 


2,4-Me2-Ph 




137 


C-Me 


Ph 


2,4-Me2-Ph 




13:- 


C-Me 


2-CF3-Ph 


2,4-M«2-Ph 




139 


C-Me 


2-Ph-Ph 


2,4-Me2-Ph 




140 


C-Me 


3.^ y + j\, 


2,4-Me2-Ph 




141 


C-Me 


*j n ~f & fit 


2, 4-Me2-Ph 




142 


C-Me 


3 - tr »; v & 


2,4-Me2-Ph 




143 


C-Me 


CH (Et)CH2CONMe2 


2, 4-Me2-Ph 




144 


C-Me 


CH <Et)CH2CH2NMe2 


2 # 4-Me2-Ph 




14 5 DC 


C-Me 


NHCH (CH20Me) 2 


2-Me-4-MeO-Ph 


45-46 




C-Me 


N(CH?CH?OMe) 7 


2-Me-4-MeO-Ph 


oil 


147 D€ 


C-Me 


NHCH (Et>CH2 0Me 


2-Me-4-MeO-Ph 


86-88 


14fibf 


C-Me 


N <Pr) CH2CH2CN 


2-Me-4-MeO-Ph 


oil 


149 


C-Me 


OCH <Et)CH20Me 


2-Me~4-MeO-Ph 




150 af 


C-Me 


NHCH (CH20MeJ 2 


2-Br-4-MeO-Ph 


88-90 


151 al 


C-Me 


N(CH2CH20Me} 2 


2-Br-4-MeO-Ph 


oil 


152 a 9 


C-Me 


NHCH(Et)CH20Me 


2-Br-4-MeO-Ph 


95-97 


153 


C-Me 


N(Pr)CH2CH2CN 


2-Br-4-MeO-Ph 




154 


C-Me 


OCH (Et)CH20Me 


2-Br-4-MeO-Ph 




155 


C-Me 


NHCH (CH20Me> 2 


2-Me-4-NMe2-Ph 




156 


C-Me 


N (CH2CH2CMe) 2 


2-Me-4-NMe2*"Ph 


oil 


157 


C-Me 


NHCH (Et)CH2CMe 


2-Me-4-NMe2-Ph 




158 


C-Me 


N (Pr)CH2CH2CN 


2-Me-4-NMe2-Ph 




159 


C-Me 


OCH (Et)CH20Me 


2-Me-4-NMe2-Ph 




160 


C-Me 


NHCH(CH20Mei 2 


2-Br-4-NMe2-Ph 




lol 


C-Me 




2-Br-4 -NMej-Ph 




162 


C-Me 


NHCK(EC)CH20Me 


2-Br-4-NMe2-Ph 




163 


C-Me 


N<Pr>CH2CK2CN 


2-Br-4-NMe2-Ph 




164 


C-Me 


OCH(Et)CH20Me 


2-Br-4-NMe2"Ph 




165 


C-Me 


NHCH(CH20Me>2 


2-Br-4-i-Pr-Ph 
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166 


C-Me 


N(CH2CH20Me)2 


2-Br-4-i-Pr-Ph 


167 


C-Me 


NHCH(Et)CH20Me 


2-Br-4-i-Pr-Ph 


166 


C-Me 


N(Pr)CH2CH2CN 


2-Br-4-i-Pr-Ph 


169 


C-Me 


OCH<Et)CH20Me 


2-8r-4 -i-Pr-Ph 


no 


C-Me 


NHCH<CH20Me>2 


2-Br-4-Me-Ph 


171 


C-Me 


N(CH2CH20Me)2 


2-Br-4 -Me-Ph 


172 


C-Me 


NHCH <Et I CH20Me 


2-Br-4-Me-Ph 


173 


C-Me 


N(Pr)CH2CH2CN 


2-Br-4-Me-Ph 


17* 


C-Me 


OCH(Et)CH20Me 


2-Br-4-Me-Ph 


17S ar 


C-Me 


NHCH(CH20Me)2 


2-Me-4-Br-Ph 


176 


C-Me 


N(CH2CH20Me)2 


2-Me-4-Br-Ph 


177 


C-Me 


NHCH (EX. } CH20Me 


2-Me-4-Br-Ph 


178 


C-Me 


N(Pr)CH2CH2CN 


2-Me-4-Br-Ph 


179 


C-Me 


CCH (EC)CH20Me 


2-Me-4-Br-PU 


180 


C-Me 


NHCH<CH 2 OMe) 2 


2-CI-4, 6-Me2~Ph 


181 


C-Me 


N(CH2CH20Me)2 


2-C1-4, 6-Me2*Fh 


162 


C-Me 


NHCH<CH20Me>2 


4-Br-2, 6- (Me) 


183 


C-Me 


N(CH2CH20Me>2 


4-Br-2, 6- (Me) 2~Ph 


184 


C-Me 


NHCH (CH20Me) 2 


4-i-Pr-2-SMe-Ph 


185 


c-Me 


N (CH2CH20Me) 2 


4-i-Pr~2 -SMe-Ph 


186 


C-Me 


NHCH (CH20Me) 2 


2-Br-4-CF3-Ph 


187 


c-Me 


N(C«2CH20Me) 2 


2-Br-4-CF3-Ph 


188 


C-Me 


NHCH(CH20Me)2 


2-Br-4, 6-(MeO) 2~Ph 


189 


C-Me 


N(CH2CH20Me)2 


2-Br-4,6-(MeO) 2~Ph 


190 


C-Me 


NHCH<CH20Me)2 


2-Cl-4,6-(MeO) 2-Ph 


191 


C-Me 


N(CH2CH20Me) 2 


2-Cl-4,6-(MeO) 2~Ph 


192 


C-Me 


NHCH (CH20Me) 2 


2, 6- (Me) 2~4-SMe~Ph 


193 


C-Me 


N(CH5CHoOMel 9 


2, 6- (Me) 2^4-SMe-Ph 


194 


C-Me 


NHCH (CH20Me) 2 


4- (COMe) -2-Br-Ph 


195 


C-Me 


N(CH2CH20Me) 2 


4-<COMe)-2-Br-Ph 


196 


C-Me 


NHCH <CH20Me) 2 


2, 4, 6-Me-i-tf i] K-3->f fO 


i <ki 
Ly f 




r» \v^n2V^n2 v/ne j 2 




198 


C-Me 


NHCH<CH20Me)2 


2 # 4-(Br)2-Ph 


199 


C-Me 


N(CH2CH20Me>2 


2,4-(Br) 2 -Ph 


200 


C-Me 


NHCH <CH 2 OMe) 2 


4-i-Pr-2-SMe-Ph 


201 


C-Me 


N(CH2CH 2 OMe>2 


4-i-Pr-2-SMe-Ph 
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202 


C-Me 


NHCH(CH 2 OMe)2 


4-i-Pr-2-S0 2 Me-Ph 


203 


C-Me 


N(CH2CH20Me)2 


4-i-Pr-2-S0 2 Me-Ph 


204 


C-Me 


NHCH (CH20Me>2 


2, 6- (Me) 2-^-SKe-Ph 


205 


C-Me 


N(CH2CH 2 OMe) 2 


2 , 6- (Me) 2~ 4 ~5Me-Pn 


206 


C-Me 


NHCH (CH2<>Me) 2 


2, 6- (Me) 2-4-S02Me-Ph 


207 


C-Me 


N(CH2CH20Mei 2 


2,6- (Me) 2-4-S02Me-Ph 


206 


C-Me 


NHCH (CH20Me) 2 


2-I-4-i-Pr-Ph 


209 


C-Me 


N (CH2CH20Me) 2 


2-1 -4-i-Pr-Ph 


21C 


C-Me 


NHCH (CH20Mel 2 


2-Br-4-N (Me) 2~6-MeO-Ph 


211 


C-Me 


N(CH2CH20Me) 2 


2-Br-4-N (Me) 2~6-MeO-Ph 


212 


C-Me 


NHCH (CH 2 OMe) 2 


2, 4-(SMe] 2-Ph 


213 


C-Me 


N(CH2CH 2 OMej 2 


2,4-[SMe)2-Ph 


214 


C-Me 


NHCH (CH 2 OMe) 2 


2, 4-[S02Me) 2-Ph 


215 


C-Me 


N (CH2CH20Mej 2 


2,4-[S0 2 Me] 2-Ph 


216 


C-Me 


NHCH (CH20Mei 2 


4-i-Pr-2-SMe-Ph 


217 


C-Me 


N(CH2CH 2 OMej 2 


4-i-Pr-2-SMe-Ph 


21 ft 




NHCH fCH^OMe) 9 


4-i-P r-2-S02Me-Ph 




C— Me 


N <CHoCH*>OMel 9 


4 -i-P r-2-S02Me-Ph 


99(1 


c ne 




2-N(Me) 9-4-Me-Ph 


221 


C-Me 


N (CH9CH90MO "> 


2-N(Me) 2'4-Me-Ph 


222 


C-Me 


NHCH (CH 2 OMe) 2 


2-MeS-4, 6- (Me) 2-Ph 


223 


C-Me 


N(CH2CH 2 OMel 2 


2-MeS-4 / 6-(Me) 2 -Ph 


224 


C-Me 


NHCH(CH 2 OMe»2 


2- (CH3CO) -4,6- (Me) 2-Ph 


225 


C-Me 


N(CH2CH20Me) 2 


2- (CH3CO) -4,6- (Me) 2-^h 


226 




NHCH <CH20Me> 2 


2, 4-Me2-Ph 


99T 


u 
n 


NHCH fCHoOMe) 9 


2, 4-Me 2 -Ph 


99 A 






2, 4-Me2" , Ph 








2, 4-Me 2 -Ph 


2^0 


u 
r» 


NHCH (CH90Me) 9 


2, 4, 6-Me3-Ph 


2^1 


N 
PI 


NHCHPr? 


2, 4, 6-Me3-Ph 


219 




NEtBu 


2,4,6-Me3-Ph 


233 


N 


NPr (CH2-C-C3H5J 




234 


N 


N(CH2CH20Me» 2 


2,4 f 6-Me3-Ph 


235 


N 




2,4,6-Me3-Ph 


236 


N 


NHCH(Et)CH20Me 


2,4,6-Me3-Ph 


237 


N 


NEt2 


2,4 f 6-Me3-Ph 
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A 



238 


N 


NHCH(CH20Ct)2 


2,4, 6-Me3 -Ph 


239 


N 


NH-3-*X>f-Jl/ 


2,4, 6-Me3*Ph 


240 


N 


NMoPh 


2,4, 6-Me3-*Ph 


241 


N 


NPr2 


2, 4, 6-Me3~Ph 


242 


N 


NH-3- A^yA' 


2, 4, 6~Me3-Ph 


243 


N 




2, 4 , 6-Me3-Ph 


244 


N 


N(CH2Ph>CH2CH20Me 


2,4, 6-Me3~Ph 


245 


N 


NHCH (CH2Ph) CH20Me 


2# 4 . 6-Mei-Ph 


2a: 


N 




2,4.6 -Me-i-Ph 


247 


N 


fill - zs /r DA V + IIj 




248 


N 


t 2 <t 4 --7- 1» -=7 V* Un. 
i j*iviH / rye r u * 


2.4. 6-Me-i-Ph 






J *} —As 




249 


N 




2, 4, 6-Me-*-Ph 










250 


N 


OBt 


2.4. 6 -Me i-Ph 


251 


N 


OCH (EM CHnOMe 


x. , m , d ne 3"*rn 


252 


N 


OCH2Ph 


2.4. 6-Me-»-Ph 


253 


N 


0-3- ^ > />> 




2S4. 


N 


SEt 


2,4, 6**Me3~Ph 


255 


N 


S(0)Et 


2, 4 , 6-Me**-Ph 


256 


N 


S02Et 


2, 4, 6-M©3-Ph 


257 


N 


CH(C02Et) 2 


2, 4, 6*Me3-Ph 


258 


N 


C(Et) <C02Et>2 


2,4, 6-Me3-Ph 


259 


N 


CH (Et)CH20H 


2, 4, 6-Me3~Ph 


260 


M 


CH <Et 1 CHoOMe 


2,4, 6 -Me3~Ph 


261 


N 




2,4, 6-Me3~Ph 


262 


M 


COCH3 


2,4, 6-Me3-Ph 


263 


N 


CH (OH) CH** 


2, 4, 6-Me3~Ph 


264 


N 


C (OH) Ph-3- fcf ij v> A/ 


2, 4, 6-Me3~Ph 


265 


N 


Ph 


2. 4, 6-Me-*-Ph 


266 


N 


2-CF3-Ph 


2,4, 6-Me3-Ph 


9 £ *7 


N 


O -DK-DK 


c $ *i $ 0"riej "rll 


268 


N 


3 -^>^/l/ 


2,4, 6-Me3-Ph 


269 


N 




2, 4,6-Me 3 -Ph 


270 


N 




2,4,6-Me3-Ph 


271 


N 


CH(Et)CH2CONMe2 


2, 4, 6-Me3-Ph 
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J 



272 K CH(EUCH2CH2NM<J2 2,4,6-Me3-Ph 

27 3 n NHCH (CH20Me> 2 2,4-Me 2 -Ph 

274 N NHCHPr2 2,4-Me2-Ph 

275 N NECBu 2,4-Me2~Ph 

276 N NPr (CH2-C-C3H5) 2,4-Me2"Ph 

277 N N(CH2CH20Me) 2 2, 4-Me2~Ph 

278 N 2,4-Me 2 -Ph 

279 N NHCH(Et)CH20Me 2,4-Me 2 -Ph 

280 N NEt 2 2,4-Me 2 -Ph 

281 N NHCH(CH20Etl 2 2,4-MC2-Ph 

282 N NH-3-^>f-/l/ 2,4-Me2~Ph 

283 N NMePh 2,4-Me2-Ph 

284 N NPr2 2,4-Me2~Ph 

285 N NH-3-^^r */A/ 2,4-Me2-Ph 

286 N ^/HhV/ 2 r 4-Me2-Ph 

287 N N(CH2Pn)CH2CH20Me 2,4-Me2~Ph 

288 K NHCH(CH2Ph)CH20Me 2,4-Me 2 -Ph 

289 N NH4fh^eKne7^ 2,4-Me 2 -Ph 

290 N NH-'/^^VfA' 2,4-Me2~Ph 

291 N l f 2 t 3,4-f f7t Kn- 2,4-Me 2 -Ph 

y * / 

292 N CH 2 (1,2,3,4 T h ^ ^ Kn- 2,4-Me 2 -Ph 

293 N OEt 2 # 4-Me 2 -Ph 

294 N OCH(Et)CH20M© 2,4-Me2~Ph 

295 n OCH2Ph 2,4-Me 2 -Ph 

296 N 0-3- ^>^/f 2,4-Me2-Ph 

297 N SEt 2,4-Me 2 -Ph 

298 N SiO)Et 2,4-Me2-Ph 

299 N S0 2 Et 2,4-Me 2 -Ph 

300 N CH<C02Et)2 2,4-Me 2 -Ph 

301 N C(Et) <C0 2 Et)2 2,4-Me2~Ph 

302 N CH(Et)CH 2 OH 2,4-Me2~Ph 

303 N CH(Et>CH 2 OMe 2,4-Me 2 -Ph 

304 N CONMe2 2,4-Me 2 -Ph 

305 N COCH3 2,4-Me 2 -Ph 
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306 




CH (0H)CH3 


2, 4-Me2~ p *Ti 




30*7 


N 


C(0H)Ph-3- ^iJiSfl, 


2, 4-Me2"Ph 




308 


N 


Ph 


2, 4-M©2- p K 




309 


N 


2-CF3-Ph 


2, 4-Me2"Ph 




310 


N 


2-Ph-Ph 


2, 4-Me2-Ph 




311 


N 


3 .✓k 


2, 4-Me2~Ph 




312 


N 


y ^ O "f + lb 


2, 4-Me2-Ph 




J L J 


N 




2, 4-Me2~Ph 




**1 1 
Jl 1 


M 


CH (Et ) CH^CONMeo 


2, 4-Me2-Ph 




31 b 


it 

N 




2 s 4 -Me^-Ph 




31 o**' 


C— Me 






oil 


317 arn 


C-Me 


ri — j — *> ✓ ~ Jl/ 




oil 


Jlo ■* 




NHCH (CH2CH20Me> CH20Me 


2, 4, 6-M©3-Ph 


101-103 


-5i qao 


C-Me 




2/ 4-Me2*Ph 


oil 


J* V 


C-Me 


y x 


2, 4 f 6-Me3-Ph 


139-141 


J <£ i. " 


C ~M6 


NHCH (CHjOMe) 2 


2-CN-4-Me-Ph 


152-153 


322 ac * 


C-Me 




2,4, 6-Me3-Ph 


149-151 


324 ac> 


C-Me 


mupu /r*H ^fHnOMAl fHlOMP 


2-Me-4-Br-Ph 


115-117 


325*^ 


C-Me 


nnv.n \\,n2vnc ) 2 


2 S-Me^-4'MeO-Ph 


55-57 


W A /-All 

326" u 


C-Me 


w i V^n2wn2 uric I 2 


2* 5-Me2""^~MeO-Ph 


72 


327 av 


C-Me 


MM — T - ^ V ^ Jl/ 


2 f 5-Me2~4-MeO-Ph 


45-47 


328 av * 


C-Me 




2 , 5 -Me2~4~MeO-Ph 


oil 


329 OA 


C-Me 


wnvii ^v^n^ww / 2 


2-Cl-4-MePh 


80-81 






NCH ( Et ) CH^OMe 


2-Cl-4-MePh 


77-79 


«i az 


c —Me 


N(CH2CH20Me) 2 


2-Cl-4-MePh 


oil 




c —Me 




2-Cl-4-MePh 


139-140 


333*>b 


C-Me 




2, 5-Me2*"^-MeOPh 


120-122 


334 b ? 


C-Me 




2 -Me- 4 -MeOP h 


oil 


335 bh 


c-Me 


OEt 


2 -Me -4 -MeOPh 


oil 


336 D1 


C-Me 


lb J — Wtt\-.ri |\»n2^-*»2 vr * e ' ^ n Z wnc 


2 -Me -4 -MeOP h 


oil 


337°3 


C-Me 




2 -Me -4 -MeOP h 


129 


338 b * 


C-Me 


NHCH (CH2CH20Et) 2 




aroo rph ♦ 


339 


C-Me 


N(c-C3H 5 )CH2CH2CN 


2,4-Cl2-Ph 


109-110 


340 


C-Me 


<S> -NHCH tCH2CH20Me)CH 2 OMe 


2 # 4-CL 2 -Ph 


93-94 


341 


C-Me 


NH-3-^Vf*^ 


2 -Me -4 ^Br Ph 


118-119 


342 


C-Me 


N(CH2CH20Me)2 


2-Me-4-BrPh 


oil 
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343 


C-Me 


NHCH<CH2-iPr)CH 2 OMe 


2, 4-Me 2 -Ph 


oil 


344 


c-Me 


NHCH<Pr)CH 2 QMe 


2, 4-Me2-Ph 


94-95 


345 


C-Me 


NHCH(Et)CH 2 OEt 


2,4-Me 2 -Ph 


76-77 


346 


C-Me 


NHCH(CH20Me)CH2CH20Me 


2-Me-4-Me2NPh 


oil 


347 


C-Me 




2-Me-4-ClPh 


oil 


348 


C-Me 


NH-3- Jl 


2-Me-4-ClPh 


122-124 


349 


C-Me 


N(CH 2 CH20Me) 2 


2-Me-4-ClPh 


oil 


350 


C-Me 


NHCH (CH 2 OMe) 2 


2-Me-4-ClPh 


122-123 


35" 


C-Me 


NEt 2 


2-Me-4-ClPh 


oil 


352 


C-Me 


NEt2 


2-Cl-4-MePh 


oil 


j 






2-cL-4-MePh 


120-121 


354 


C-Me 


NHCH<CH 2 OMej 2 


2-Cl-4-MeOPh 




355 bl 


C-Me 


M(CH 2 CH20Mel 2 


2-Cl-4-MeOPh 


oil 


356 bm 


C-Me 


NHCH (Ec) CH 2 OMe 


2-Cl-4-MeOPh 


108-L10 


357 bn 


C-Me 


N(c-Pr)CH 2 CH 2 CN 


2-Cl-4-MeOPh 


127-129 


3S8 bo 


C-Me 


NEt2 


2-Cl-4-MeOPh 


oil 


■a cobD 


C-Me 


MU. } _ S< It, 

r*n-J- S 7^ As 


2-C1-4 -MeOPh 


77-79 


JO V 




NHCH (Et > CHoCH^OMe 


2-Cl-4-MeOPh 




,501 




NHCH (Me) CH'jCH^OMe 


2-Cl-4-MeOPh 






C-Me 


NHCH (Et) CH^CH^OMe 


2-Br-4-MeOPh 






C-Me 


NHCH <Me) CH 2 CH20Me 


2-Br-4-MeOPh 




J OH 




NHCH (Et ) CH9CH?0Me 


2-Me-4-MeOPh 






C-M«» 


NHCH (Me) CHoCHpOMe 


2-Me-4-MeOPh 




0 DO 


f.MA 


NHCH (CH^OMe) 7 


2-C1-4, 5- (MeO)2Ph 




JO' 


C-Me 


N (CH2CH 2 OMe> 2 


2-C1-4, 5- (MeO) 2Ph 








NHCH (Et ) CH?OMe 


2-Cl-4,S- tMeO) 2 P^ 




JO J 




N (c-Pr) CH9CH9CN 


2-Cl-4,S-(MeO) 2 Ph 




inn 

J ' w 


C-Me 


NEt2 


2-Cl-4,5-(MeO) 2 Ph 




1 


v nc 


NH-3- > 4- Jl/ 


2-Cl-4,5-(MeO)2Ph 




J / C 


f .Mo 


NHCH f Et) CH^CH^OMe 


2-C1-4, S- (MeO) 2 P^ 






C-Me 




2-C1-4/ 5- (MeO) 2P h 




374*^ 


c-Me 


NHCH (Cn 2 Onei 2 


2-Br-4 5-(MeO)9Ph 


137-138 


375 


C-Me 


N(CH 2 CH20Me)2 


2-Br-4,5-(MeO) 2 Ph 




376 br 


C-Me 


NHCH(Et)CH20Me 


2-Br-4, 5-(MeO)2P^ 


147-148 


377 


C-Me 


N(C-Pr)CH2CH2CN 


2-Br-4,5-(MeO>2P^ 




378 bs 


C-Me 


NEt 2 


2-Br-4, 5-(MeO)2Ph 


52-58 
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4 



379 


C-Me 


NH-3- r<y*Ti, 


2-Br-4, 5- (MeO) 2^ 


380 


C-Me 


NHCH (Et ) CH2CH20Me 


2-Br-4, 5- (MeO)2P^ 


381 


C-Me 


NHCH (MeJCH2CH20Me 


2-Br-4, 5-(MeO)2Ph 


382 


C-Me 


NHCH (CH20Me) 2 


2-C1-4 , 6- (MeO) 2Ph 


383 


C-Me 


N<CH2CH20Me) 2 


2 -CI -4, 6- (MeO) 2Ph 


384 


C-Me 


NHCH (Et) CH20Me 


2-C1-4 , 6- (MeO) 2P^ 


385 


C-Me 


N(c-Pr)CH2CH2CM 


2 -CI- 4, 6- (MeO) 2Ph 


386 


C-Me 


NEt2 


2-C1-4, 6- (MeO) 2P& 


38 > 


C-Me 


NH-3--^>f-A' 


2-C1-4, 6- (MeO) 2P& 


388 


C-Me 


NHCH (EC) CH2CH20Me 


2-C1-4 , 6- (MeO) 2Ph 


389 


C-Me 


NHCH (MelCH2CH20Me 


2-C1-4, 6- (MeO)2Ph 


390 


C-Me 


NHCH (CHjOMe) 2 


2-Me-4 , 6- (MeO) 2Ph 


391 


C-Me 


N (CH2CH20Me) 2 


2 -Me -4 , 6- (MeO) 2Ph 


392 


C-Me 


NHCH(Et)CH20Me 


2-Me-4 , 6- (MeO) 2Ph 


393 


C-Me 


N(c-Pr) CH2CH2CN 


2-Me-4 , 6- (MeO) ?Ph 












C-Me 




2-Me-4 , 6- (MeO) oPh 


J9 # 


C— Me 


NHCH (Et 1 CH*?CH*>0Me 


2-Me-4 . 6- (MeO) -?Ph 


OCR 


C— Me 


NHCH (Me) CH2CH20Me 


2 -Me -4 , 6- (MeO) 2 ph 


399 


C-Me 


M(c-Pr) CH9CH9CN 


2-Br-4 , 6- (MeO) 2?h 


400 


C— Me 


NEt2 


*2-Br-4, 6- (MeO) 2Ph 


401 


c— Me 


NH-3- > 4- A/ 


2-Br-4, 6-(MeO)2P^ 


402 


C-Me 


NHCH (Et) CK2CH20Me 


2-Br-4,6-(MeO)2Ph 


403 


C-Me 


NHCH (Me) CH2CH20Me 


2-Br-4, 6-{MeO>2Ph 


404 


C-Me 


NHCH (Et ) CH2CH20Me 


2-Me-4-MeOPn 


405 


C-Me 


NHCH (Me) CH2CH20Me 


2-Me-4-MeOPh 


406 


C-Me 


NHCH (CHgOMe) 2 


2-Me0-4-MePh 




C-Me 


N (CH^CH^OMe) ? 


2-MeO-4-MePh 






NHCH (Ft 1 CHoOMe 


2-MeO-4-MePh 


a no 


L.-ne 




2-MeO-4-MePh 


il 1 A 

H l\J 




INC. 1, g 


2-MeO-4-MePh 


411 


C-Me 


NH-3*- V-^ /I/ 


^-Meo— i— Mepn 


412 


C-Me 


NHCH (Et)CH2CH20Me 


2-MeO-4-MePh 


413 


C-Me 


NHCH(Me)CH2CH20Me 


2-Me0~4-MePh 


414 


C-Me 


NHCH(C«20Me)2 


2-MeO-4-MePh 


.415 


C-Me 


N(CH2CH 2 OHe)2 


2-Me0-4-MePh 
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416 


C-Me 


NHCH(Et)CH 2 OMe 


2-MeO-4-MePh 


417 


C-Me 


N{c-Pr)CH2CH2CN 


2-MeO-4-MePh 


419 


C-Me 


NEt 2 


2-MeO-4-MePh 


419 


OMe 


NH-3- iy + fl, 


2-MeO-4-MePh 


420 


C-Me 


NHCH <Et)CH2CH20Me 


2-MeO-4-MePh 


421 


C-Me 


NHCH (Me) CH2CH20Me 


2-MeO-4-MePh 


423** 


C-Me 


NHCH(CH 2 OMe)2 


2-MeO-4-ClPh 


424 


C-Me 


N(CH2CH20Me>2 


2-MeO-4-ciPh 


425 


C-Me 


NHCH (Et ) CH 2 0Me 


2-MeO«4-ClPh 


426 


C-Me 


N(c-Pr)CH2CH 2 CN 


2-MeO-4-ClPh 


427 


C-Me 


NEt 2 


2-Me0-4-ClPh 


428 


C-Me 


NH-3- s*y?-J[/ 


2-MeO-4-ClPh 


429 


C-Me 


NHCH (Et ) CH2CH20Me 


2-MeO-4-ClPh 


430 


C-Me 


NHCH (Me) CH2CH 2 OMe 


2-MeO-4~ClPh 








a) 




C, 52.69, H, 


5.17, N, 17.07, 



17.28; C, 52. B2, H, 5.06, N, 16.77, CI, 

17^50. 

b) CI-HRMS: : 406.1565, : 405.1573 (M + H) ; 
#*f: ttffffi: C: 59.11; H: 6.20; N; 17.23; CI: 
17.45; nm&: C: 59.93; H: 6.34; N: 16.50; CI: 
16.95; 

NMR (CDCl3i 300 MHz): 0.95 <t f J « 8, 4H) , 1.30- 
1.40 (m, 4H), 1.50-1.75 <m, 4H) , 2.35 (s, 3H) , 2.48 
<s, 3H), 4.30-4.45 (m, 1H) , 6.15 (d, J - 8, 1H) , 
7.30 (s, 2H>, 7.50 <s, 1H) 

c) CI-HRMS : tmffi : 392.1409, ^ifflfc : 392.1388 (M + H> ; 
NMR (CDCI3 , 300 MHz) : 1,00 <t, J =8, 3H> , 1.35 (t, 
J = 8, 3H), 1.41 (q, J - 8, 2H) , 1.65-1,85 (ra, 2H) , 
2.30 <s f 3H), 2.40 (s, 3H) , 3.85-4.20 <m, 4H) , 7.30 
<s, 2H), 7.50 <s, 1H) . 

d) CI-HRMS: 3WflS: 404.1409, : 404.1408 (M + H) ; 
NMR(CDCl3 / 300 MHz): 0.35-0.45 (m, 2H) , 0.52-0.62 
(m, 2H) , 0.98 <t, J = 8, 3H> , 1.70-1.90 (m, 2H) , 
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2.30 (s, 3H), 2.40 <s, 3H), 3.85-4.02 <m, 2H) , 
4.02-4.20 <ro, 2H) , 7.30 (s, 2H) f 7.50 fs, 1H) . 

e) CI-HRMS: gmffi : 424 . 1307, ; 424.1307 (M + H) : 
NMR (CDCI3, 300 MHz) : 2.28 (s, 3H) , 2.40 (s, 3H) , 
3.40 (3, 6H>, 3.75 it, J = 8, 4H), 4.20-4.45 <m, 

•4H) f 7.30 <s, 2H) f 7 .50 <s, 1H) . 

f) CI-HRMS: 8ttMS: 406.1565, gflfc : 406.1578 (M + H) ; 
NMR {CDCI3 , 300 MHz): 0.90 <t, J = 8, 3H) , 1.00 <t, 
J - 8, 3H), 1.28-1.45 {m, 4H) , 1.50-1.80 <m, 4H) , 
2.35 <s, 3H), 2.50 <s, 3H) , 4.20-4.35 <m, 1H) , 
6.10-6.23 (m, 1H) , 7,30 <s, 2H) , 7.50 (s, 1H) . 

g) CI-HRMS: ff#« : 394.1201, 2£!Sfi§[ : 394.1209 (M + H) ; 
NMR {CDCI3, 300 MHz): 1.02 <t, J ~ 8 , 3H) , 1.65- 
1,90 (m, 2H) , 2.35 <s, 3H) , 2.48 <s, 3H) , 3.40 <s, 
3H>, 3.50-3.60 (m, 2H) , 4.35-4.45 <brs, 1H), 6.50- 
6.60 <m, IH>, 7.30 <s, 2H) , 7.50 <s, 1H) . 

h) CI-HRMS : 364.1096, ; 364.1093 (M + H) ; 

#?f: SUTfc: Cr 56.05; H: 5.27; N; 19.23; CI: 

19.46; %m&: C: 55.96; H: 5.24; N: 18.93; CI: 
19.25; 

NMR (CDC1 3/ 300 MHz): 1.35 <t, J = 8, 6H) , 2.30 (3, 
3H) , 2.40 (s, 3H), 3.95-4.15 <m, 4H) , 7.30 (s, 2H) , 
7.50 (d, J - 1, 1H) . 

i) CI-HRMS: ff#ffi: 438.1464, : 438.1454 <M + H) ; 
NMR (CDC13, 300 MHz): 1.22 (t, J = 8, 6H) , 2.35 (s, 
3H), 2.47 (s, 3H) , 3.39 (q, J - 8, 4H) , 3.65 <dd, J 
- 8, 1, 2H), 3.73 <dd, J = 8, 1, 2H) , 4.55-4.65 (m, 
1H), 6.75 (d, J = 8, 1H), 7.30 <d, J - 1, 2H) , 7.50 
IS, 1HI . 

j) CI-HRMS: tWflS: 378.1252, : 378.1249 (M + H) ; 

0*f: C: 57.15; H: 5.61; N : 18.51; CI: 

18.74; %mte: C: 57.56; H: 5.65; N: 18.35; CI: 
18.45; 

NMR (CDCI3 , 300 MHz): 1.00 (t, J = 8, 6H) , 1.55- 
1.70 (m, 2H), 1.70-1.85 <m, 2H) , 2.35 (s, 3H) , 2.50 
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is, 3H) , 4.15-4.25 (m, 1H) , 6.18 id, J = 8, 1H> , 
7 .30 <S, 2H) , 7.50 (S, 1H) . 
JO CI-HRMS: #f#<g : 398 . 0939, £ffl<g : 398.0922 (M + H) ; 
. ff#f: fttfft: C: 60.31; H: 4.30; N: 17.58; CI: 

17.80; : C: 60.29; H: 4.59; N: 17.09; CI: 

17.57; 

NMB (CDC13, 300 MHz): 2.05 is, 3H) , 2.50 <s, 3H) , 
3.78 is, 3H), 7.20-7.45 (m, 7H) , 7.50 (d p J = 1, 
1H) . 

1) CI-HRMS: IWtt: 392. 1409, ; 392.1391 (M + H) ; 

NMR (CDCI3, 300 MHz): 0.98 (t, J = 8, 6H)-, 1.70- 
1.85 (m, 4H), 2.30 is, 3H>, 2.40 <s, 3H) , 3.80-4.10 
<m, 4H), 7.30 <s, 2H), 7.50 (d, J = 1, 1H) . 

m) CI-HRMS: ftftfa ; 392.1409, %>®fc I 392.1415 (M + H) ; 

8f#iS: C: 58.17; H: 5.92; N: 17.85; CI: 

18.07; ^fflffi : C: 58.41; H: 5,85: N: 18.10; CI: 
17.75; 

NMR (CDCI3, 300 MHz>: 0-90-1.05 <m, 6H) , 1.35-1.55 
(m, 2H), 1.55-1.85 (m, 4H) , 2.35 (s, 3H) , 2.48 (s, 

3H) , 4.20-4.35 (m, 1H) , 6.15 <d, J - 8, 1H), 7.30 
(s, 2H) , 7.50 <d, J « 1, 1H) . 
n) CI-HRMS : Steffi: 337.0623, : 337.0689 (M + H) ; 

&Vr: tWffi: ed: C: 53.43; H: 4.18; N: 16.62; CI: 

21.03, mm&: C: 53.56; H: 4.33; N: 16.56; CI : 

20.75; 

NMR (CDCl3r 300 MHz): 1.60 (t, J = 8, 3H) , 2.40 <S, 
3H), 2-55 <s, 3H), 4.80 (q, J = 8, 2H) , 7.30 (d, J 
= 8, 1H), 7.35 (dd, J * 8, 1, 1H) , 7.55 <d, J = 1, 
1H) . 

o) CI-HRMS : th»tt: 383.2321, &H<fi : 383-2309 <M + H) ; 
NMR (CDCI3, 300 MHz): 2.00 <s, 6H) , 2.20 (s, 3H) , 
2.30 (s, 3H), 2.45 is, 3H) , 3-45 <s, 6H) , 3.61 (dd, 
J m 8, 8, 2H), 3.70 (dd, J = 8, 8, 2H) , 4.60-4.70 
(m, 1H), 6.70 <d, J - 8, 1H) , 6.94 is, 2H) . 

p) CI-HRMS: Smte: 370.2243, £«« ; 370.2246 (M + H) ; 
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#*f: amffi: C: 65.02; H; 7.38; N: 18.96; 

nmmi C: 65.22; H: 7.39; N: 18.71; 
NMR (CDCI3, 300 MHz) : 2.18 <s f 3H) , 2.30 <s, 3H) , 
2.45 <s, 3H), 3.45 <s, 6H), 3.60 (dd, J = 8, 8, 
2H), 3.69 (dd, J = 8, 8, 2H), 4.60-4.70 <m, IH) , 
6.70 (d, J - 8, IH), 7.05 (d, J 8, IH) , 7.07 <d, 
J ~ 8, 1H) , 7.10 (s, 1H) . 

q) CI-HRMS: : 384.2400, : 384.2393 (M + H) ; 

NMR (CDCI3, 300 MHz): 2.16 (3, 3H) , 2.25 <s, 3H) , 
2.35 <s, 3H), 2.39 (s, 3H) , 3.40 <s, 6H) , 3.77 <t, 
J = 8, 4H), 4.20-4.45 <m, 4H) , 7.02 <d, J * 8, IH) 
7.05 <s, IH) , 7.10 <d, J - 7, IH) . 

r) CI-HRMS : ff£« : 354.2294, ^ffifc : 354.2271 (M + H) ; 
»rt: 8m«l: C: 67.96; H: 7.71; N : 19.81; 

C: 67.56; H: 7.37; N: 19.60; 
NMR (CDCI3 , 300 MHz): 1.03 (t, J = 8, 3H) , 1.65- 
1.88 <m, 2H), 2.17 <s, 3H) , 2.30 (s, 3H) , 2.35 (s, 
3H> , 2.45 (s, 3H), 3.40 (s, 3H) , 3.50-3.62 <m, 2H) , 
4.30-4.45 (m, IH) , 6.51 <d, J = 8, IH), 7.04 (d, J 
= 8, IH), 7.10 (d, J =8, 1H>, 7.12 <s, IH) . 

s) CI-HRMS: tttTfc: 338 . 234 5, ^Wffi : 338.2332 (M + H) ; 
&¥r: tf#1K: C: 71.18; H: 8.06; N: 20.75; 

nmfc: C: 71.43; H: 7.80; N: 20.70; 
NMR {CDCl3 f 300 MHz) : 1.00 <t, J « 8, 6H), 1,55- 
1.70 <m, 2H) , 1.70-1.85 (m, 2H) , 2.19 (s, 3H) , 2.30 
(s, 3H) f 2.35 (s, 3H) f 2.46 <s, 3H) , 4.15-4.26 (m, 
IH), 6.17 <d, J - 8, IH) 1 7.06 (d, J - 8, IH) , 7.10 
(d, J - 1, IH) , 7.13 (s, IH) . 

t) CI-HRMS; frtrffi: 324.2188, : 324.2188 (M + H) ; 

NMR (CDCI3, 300 MHz): 1.25 <t, J - 8, 6H> , 2.16 (s, 
3H>, 2.28 <s, 3H), 2.35 (s, 3H) , 2.40 (3, 3H) , 
3.95-4.20 (m, 4H) , 7.05 (dd, J = 8, 1, IH) , 7.07 
(s, IH), 7.10 (d, J ■* 1, IH) 

u) CI-HRMS : ff#« : 346.1780, I 346.1785 (M + H) ; 

nnm: C: 66,07; H: 5.54; N: 28.39; 

^ffldt: C: 66.07; H: 5.60; N: 27.81; 
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NMR (CDCI3 , 300 MHz): 2.15 (s, 3H) . 2.32 (s, 3H) 
2.11 (s, 3H), 2.52 (s, 3H> , 5.25-5.35 (m, 4H) , 7.08 

(s, 2H) , 7.15 (s, 1H) . 
v) CI-HRMS: ««« : 340.2137, SHffl : 340.2137 (M + H) ; 

&*f: C: 67.23; H: 7.42; N: 20.63; 

£W« : 67.11; H: 7.39; N : 20.26; 

NMR (CDCI3, 300 MHz): 1.40 (d, J - 8, 3H) , 2.16 <s, 
3H>, 2.32 (3, 3H), 2.35 (s, 3H) , 2.47 (s, 3H) , 3.42 
(s, 3H), 3.50-3.60 <m, 2H) , 4.50-4.15 <m, 1H) , 6.56 
<d, J - 8, 1H), 7.00-7.15 <m, 3H) . 
w> Cl-HRMS: tt#ffi : 355.2134, £fflft : 355.2134 (M + H) ; 
NMR (CDCI3, 300 MHz) : 1.05 (t, J - 8, 3H) , 1.85- 
2.00 (m, 2H) , 2.17 (s, 3H) , 2.36 <s, 6H) , 2.50 (s, 
3H>, 3.41 (s, 3H), 3.45 <dd, J— 8, 3, 1H) , 3.82 
(dd, J = 8, 1, 1H), 5.70-5.80 <m, 1H), 7.00-7.20 
(m, 3H) . 

x) CI-HRMS : : 364.2501, SIMM: 364.2S01 <M + H) ; 

NMR {CDCI3, 300 MHz)": 0.35-0.43 (ra, 2H) , 0.50-0.60 
(m, 2H>/ 0.98 (t, J = 8, 3H) , 1.20-1.30 In, 1H) , 
1.72-1.90 (m, 2H), 2.18 (s, 3H) 2.28 (S, 3H) , 2.35 
(S, 3H), 2.40 (S, 3H), 3.88-4.03 (m, 2H) , 4.03-4.20 
(m, 2H) , 7 .00-7 .15 (m, 3H) . 

y) CI-HRMS: sm<&: 353.2454, £8S« *. 353 .2454 <M + H) ; 
fl-*f: trtMl: C: 68.15; H: 8.02; N: 23.84; 

%mm l C: 67 .43; H: 7.81; N: 23.45; 

NMR {CDCI3, 300 MHz): 1.38 <d, J = 8, 3H) , 2.18 (s, 
3H), 2.30-2.40 (m, 12H) , 2.47 93, 3H) , 2.60-2.75 
(m, 2H), 4.30-4.50 (ro, 1H) , 6.60-6.70 (m, 1H) , 
7 .00-7 . 15 (m, 3H> . 

z) CI-HRMS : «■** : 361.2140, ggHI ; 361.2128 (M * H> ; 
NMR (CDCI3, 300 MHz): 0.75-0.83 (ra, 2H) . 1.00-1. 10 
(m, 2H), 2.17 (s, 3H), 2.30 (s, 3H) , 2.36 (S, 3H) , 
2.47 <s. 3H), 2.85 (t, J - 8, 2H) , . 3 .30-3 . 40 (m, 
1H), 4.40-4.55 (ro, 2H) , 7.00-7.18 (m, 3H) . 

aa) CI-HRMS: ttUtt : 363.2297, «fl« : 363.2311 (M + H) ; 
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NMR (CDCI3, 300 MHz): I. 01 <t, 3H, J-Q) , 1.75-1.90 
<m,2H), 2.15 <s f 3H), 2.19 <s, 3H) , 2.35 is, 3H) , 
2.40 <s, 3H), 2.40 <s, 3H> , 2.98 <t, 2H, J = 8), 
3.97-4.15 <m r 2H) , 4.15-4.30 <m, 2H) , 7.03<d, 1H, 
1H), 7.08 <d, 1H, J = 8), 7.10 <s, 1H) . 

ab) CI-HRMS: tW<|[ : 363.2297, ^SHS : 363,2295 <M + H); 
NMR (CDCI3, 300 MHz): 1.01 <t, 3H, J * 8), 1.35- 
1.55 <m, 2H), 1.75-1.90 <m, 2H) , 2.15 (s, 3H) , 2.30 
(s, 3H), 2.36 is, 3H), 2.46 Cs, 3H) , 4.10-4.30 (m, 
2H), 4.95-5.10 (br s, 2H) , 7.05 <d, 1H, J - 8), 
7.10 <d, 1H, J = 8), 7,15 ( s, 1H) . 

ac) CI-HRMS: ff#fc: 368.2450, KW® : 368.2436; 
fftf: UiUS: :d: C, 68.62, H, 7,95, N, 19.06; 
SffliS : C, 68.73, H, 7.97, N, 19.09; NMR (CDCI3, 300 

MHz): 1.05 (t, J = 8, 3H) , 1,70-1.90 <ro, 2H) , 2.01 
<d, J * 3, 6H), 2.20 (s, 3H), 2.30 (s, 3H) , 2.46, 

2.465 <s, s, 3H), 3.42, 3.48 (s, s, 3H> , 3.53-3.63 
<m, 2H), 4.35-4.45 <ra, 1H) , 6,73 (d, J = 8, 1H) , 

6.97 (s, 2H) . 

(ad) CI- HRMS: frtffi ; 352.2501, : 352.2500 (M + 

H) ; #m: it^ffl: C: 71.76; H: 8.33; N: 19,92, 

C: 71.55; H: 8.15; N : 19.28; 
NMR (CDCI3, 300 MHz): 1.01 (t, J = 8, 6H) , 1.58 
-1.70 (m, 2H), 1.70-1.85 <m, 2H) , 2.02 (s, 6H) , 
2.19 (s, 3H), 2.45 <s, 3H) , 4,12-4.28 (m, 1H) , 6.18 
(d, J = 8, 1H) , 6.95 (s, 2H) . 

(ae) CI- HRMS: W4MS : 398.2556, : 398.2551 (M + 
H); C: 66.47; H: 7.86; N: 17.62, 

C: 66.74; H: 7.79; N: 17.70; 
NMR <CDCl3/ 300 MHz): 2.00 (s, 6H) , 2.12 (5, 3H) , 
2.30 (s, 3H), 2.37 (s, 3H), 3.40 (s, 6H) , 3.78 (t, 
J = 8, 4H) , 4.25-4.40 <m, 4H) f 6.93 (s, 2H) . 

(af) CI-HRMS: mtmi 450.1141, : 450,1133 (M + H) ; 

tttHIS: C: 50.67; H: 5.37; N: 15.55; Br: 

17.74; %mm : C: 52.36; H: 5.84; N: 14.90; Br: 
17.44; 
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NMR (CDCI3, 300 MHz) : 2.32 (s, 3H) , 2.57 (S, 3H) , 
3.42 (s, 6H), 3.60 <q, J = 8, 2H) , 3.69 (q, J = 8, 
2H), 3.82 (S, 3H), 4.60-4.70 (ft), 1H) , 6.73 (d, J = 
8, 1H), 6.93 <dd, J = 8, 1, 1H) , 7.22 (d, J = 8, 
1H) . 

ag) CI-HRMS: tW«S : 434.1192, SMtt : 434.1169 <M + H) ; 
fl-lf: 3«ffi: C: 52.54; H: 5.58; N : 16.12; Br: 
18.40; £aH£: C: 52.57; H: 5.60; N: 15.98; Br: 
18.22; 

NMR (CDCI3, 300 MHz): 1.00-1.07 <m, 3H) , 1.65-1.85 
(m, 2H), 2.35 <s, 3H) , 2.46, 2.47 (s, s, 3H) , 3.40, 
3.45 <s, s, 3H), 3.83 <s, 3H) , 4.35-4.45 <m, 1H) , 
6.55 <d, J = 8, 1H), 6.92 (dd, J - 8, 1, 1H) , 7.20- 
7.30 (m, 2H) . 

ah) CI-HRMS: ttittS : 337.2266, #?ffl<6 : 337.2251 (M + H) ; 

frtf: tt#<&: C: 70.18; H: 8.06; N: 20.75; 

^fflfi: C: 70.69; H: 7.66; N: 20.34; 

NMR (CDCI3, 300 MHz)': 1.35 (t, J = 8, 6H) , 2.01 (s, 
6H), 2.15 <s, 3H), 2.30 (s, 3H) , 2.38 (s, 3H) , 4.07 
(q, J = 8, 4H) , 6.93 (S, 2H) . 

ai) CI-HRMS : ffiHtl : 412 .2713, $HfS : 412 .2687 (M + H> ; 

**f: fiffctt: C: 67.13; H: 8.08; N: 17.02; 

%mm: C: 67.22; H: 7.85; N: 17.13; 
NMR (CDCI3, 300 MHz): 1.24 (t, J = 8, 6H) , 2.00 (S, 
6H), 2.20 <S, 3H), 2.30 <s, 3H) , 2.43 (s, 3H> , 3.60 

(q, J = 8, 4H), 3.66 (dd, J = 8, 3, 2H) , 3.75 (dd, 
J = 8, 3, 2H), 4.55-4.65 (m, 1H) , 6.75 (d, J = 8, 

1H) , 6.95 (s, 2H) . 
aj) ci-HRMS : It**: 398.2556, ^fflffi: 398.2545 (M t H) ; 

fftf: C: 66.47; H: 7.86; N: 17.62; 

£85(6: C: 66.87; H: 7.62; N: 17.75; 

NMR (CDCI3, 300 MHz) : 1.95-2.10 <m, 8H) , 2.20 (s, 

3H), 2.32 (s, 3H), 2.44 <s, 3H) , 3.38 <s, 3H) , 3.42 

(s, 3H), 3.50-3.70 (m, 4H) , 4.58-4.70 (ro, 1H) , 6.87 

(d, J = 8, 1H) , 6.95 <s, 2H) . 
ak) CI-HRMS: fttMS : 338.1981, $Hfig : 338.1971 (M + H) ; 
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gratfi: C: 67.63; H: 6.87; N: 20.06; 

: C: 67.67; H: 6.82; N; 20.31; 
NMR (CDCI3, 300 MHz) : 2.15 <s f 3H) , 2.29 <s, 3H) , 
2.35 is, 3H), 2.43 is, 3H), 3.90 <t, J - 8, 4H) , 
4.35-4.45 <m, 4H) , 7.00-7.15 <m, 3H) . 

al) CI-HRMS: Steffi : 464.1297, $SHg : 464.1297 <M + H> ; 
NMR {CDCI3 , 300 MHz); 2.28 <s, 3H) , 2.40 (s, 3H) , 
3.40 is, 6H), 3.75 (t, J = 8, 4H) , 3.83 <s, 3H) , 
4.20-4.50 <ra, 4H> , 6.93 <dd, J = 8, 1, 1H) , 7.20 
(s, 1H) , 7.24 <d, J - 1, 1H) . 

am) CI-HRMS: 8ttTtt : 418.1242, £®«ft I 418.1223 (M + H) ; 
NMR (CDCI3, 300 MHz): 1.00 <t, d, J = 8, 1, 6H) , 
1.55-1.75 <m, 4H), 2.34 (s, 3H) , 2.49 (s, 3H) , 2.84 
(S, 3H>, 4.15-4.27 <m, 1H) , 6,19 (d, J = 8 f 1H) ; 
6.93 (dd, J = 8, 1, 1H), 7,21-7.30 <m, 2H) . 

an I CI-HRMS: tt*« : 404 . 1086, £S8« : 404 » 1079 (M + H) ; 
NMR (CDCI3 , 300 MHz): 1.35 <t f J - 8, 6H> , 2.28 (s, 
3K>, 2.40 (s, 3H) # 3.83 <s, 3H) , 3.90-4.08 <m, 2H) , 
4.08-4.20 (m, 2H>, 6.92 <dd, J = 8, 1, 1H) , 7.20- 
7 .25 (m, 2H) . 

ao) CI-HRMS: tra«: 308.1875, *»M£ : 308 . 18 72 (M + H) ; 
NMR (CDCI3 , 300MHz): 0.75-0. BO lm, 2H) , 0.93-1.00 
(m, 2H), 2.16 (s, 3H), 2.28 (s, 3H) , 2.35 (s, 3H) , 
2.53 Is, 3H>, 3.00-3.10 <m, 1H) , 6.50-6.55 (m, 1H) , 
7.00-7.15 (m, 3H) . 
ap) CI-HRMS: : 397.1988, KfflUB : 397.1984 (M + H) ; 

NMR (CDC13/ 300 MHz): 2.43 <s, 3H) f 2.50 is, 3H) , 
3.43 <s, 3H), 3.61 {dd, J = 8, 8, 2H) , 3.69 (dd,J - 
8, 8, 2H>, 3.88 (s, 3H), 4.58-4.70 <m, 1H) , 6.75 
(d, J - 8, 1H), 7.20 (dd, J = 8, 1, 1H) , 7.25 (d, J 
= 1, 1H) , 7.40 (s, 1H) . 
aq) CI-HRMS: S^fiS : 375.2297, I 375.2286 (M + H) ; 

5Mf: traffl: C: 70.56; H: 7.01; N: 22.44; 

: C: 70.49; H: 6.99; N: 22.45; 
NMR (CDCI3 , 300 MHz): 0.79-0.85 <m, 2H) , 1.00-1.05 
(m, 1H), 2.00 <s, 6H), 2.19 <s, 3H) , 2.32 <s, 3H) , 
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2.44 (s, 3H) , 2.84 <t, J = 8, 2H) , 3.30-3.40 <m, 
1H), 4.50 <t, J « 8, 2H), 6.95 <s, 2H) . 
ar) CI-HRMS: : 434.1192, £Wfc : 434 . 1 189 {M + H) ; 

' C: 52.54; H: 5.58; N: 16.12; Br: 

18.40; %mf&: C: 52.75; H: 5.59; N: 16.09; Br: 
18.67; 

NMR (CDC13, 300 MHz): 2.19 (s f 3H) , 2.30 <s, 3H), 
2,47 (s, 3H), 3.43 <S, 6H) , 3.60 <dd, J = 8, 8, 
2H), 3.70 <dd, J - 8,8, 2H) , 4.58-4 .70 (m, 1H> , 
6.71 <d, J ■ 8, 1H), 7.08 (d, J = 8, 1H) , 7.37 <dd, 
J - 8, 1, 1H) , 7.45 (d, J - 1, 1H) . 
as) CI-HRMS: StiMB: 448.1348, £8HB : 448.1332 (M + H) ; 
frtt: tt**?£: C: 53.58; H: 5.85; N: 16.62; Br: 

17.82; %m&: C: 53.68; H: 5.74; N: 15.52; Br: 
13.03; 

NMR (CDCI3, 300 MHz) : 1.95-2.10 (m, 2H) , 2.20 <s, 
3H), 2.30 <s, 3H), 2.47 <s, 3H) , 3.38 (s, 3H) , 3.41 
<s, 3H), 3.50-3.67 (m, 4H) , 4.55-4.70 (m, 1H) , 6.89 
(d, J - 8, 1H), 7.05 (d, J «* 8, 1H) , 7,35 <dd, J = 
8, 1, 1H) , 7.47 <d f J - 1, 1H) . 

at) CI-HRMS: tt#ifi : 400.2349, ^fflfit : 400 . 2348 <M + H) ; 
fr*r: tmffi: C: C: 63.14; H; 7.32; N: 17.53; 

C:63.40; H: 7,08; N: 17.14; 
NMR (CDCI3 , 300 MHz): 2.16 (s, 3H) , 2.20 <s, 3H) , 
2.30 (s, 3H>, 2.46 (s, 3H) , 3.42 (s, 6H) , 3.60 (q, 
J - 8, 2H), 3.70 (q, J = 8, 2H) , 3.85 (s, 3H) , 
4.59-4.70 <ro, 1H) , 6.70 (d, J = 8, 1H) , 6.76 (s, 
1H), 6.96 (s, 1H) . 

au) CI-HRMS: gf-fcfiS : 414.2505, %m& : 414.2493 (M + H) ; 
NMR (CDCI3, 300 MHz): 2.15 <s, 3H) , 2.19 (s, 3H) , 
. 2.25 <s, 3H), 2.40 (s, 3H), 3.40 (s, 6H) , 3,76 (t, 
J «= 8, 4H), 3.84 <s, 3H), 4.20-4.45 (m, 4H), 6.77 
is, 1H), 6.93 (s, 1H) . 

av) CI-HRMS: mt& I 368.2450, %mm : 368.2447 (M + H) ; 
NMR (CDC13, 300 MHz): 1.00 <t, J - 8, 6H> , 1.55- 
1.85 (m, 4H), 2.19 (s, 3H) , 2.20 (s, 3H>, 2.30 <s, 
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3H), 2.47 <s, 3H), 3.88 <s, 3H) , 4.10-4.30 (m, 1H) , 
6.15 (d, J = 8, 1H), 6,78 (s, 1H) , 6.98 ( S/ 1H) . 
aw) CI-HRMS: : 353.2216, : 353.2197 <M + H) ; 

NMR (CDCl3# 300 MHz) : 1.35 <t, J - 8, 6H) , 2.17 < s , 
3H), 2.19 <s, 3H), 2.28 (s, 3H) , 2.40 (s, 3H) , 3.85 
<s, 3H), 3.90-4.20 <m, 4H) , 6.78 <s, 1H), 6.95 (s, 
1H) . 

ax) CI-HRMS : tttJCfc 1 390.1697, &Rfl[ : 390.1688 (M + H) ; 

tttttt: C: 58.53; H: 6.20/ N: 17.96; CI: 

9-09; ^fflffi: C: 58.95; H: 6.28; N: 17.73; CI: 9.15; 
NMR {CDCI3, 300 MHz): 2.35 (s, 3H) , 2.37 <s, 3H) , 
2.48 <s, 3H) , 3.42 <s, 6H) , 3.60 <dd, J = 8, 8, 2H) 
3.68 <dd, J - 8, 8, 2H) , 4.59-4.72 <m, 1H) , 6.72 
(d, J = 8, 1H), 7.12 <d, J « 8, 1H), 7.23 (d, J = 
8, 1H) , 7.32 <s, 1H) . 

ay) CI-HRMS : ^»fit : 374.1748, ^«<6 : 374.17 35 (M + H) ; 

ff#fil: C: 61.04; H: 6.47; N : 18.73; CI: 

9.48; Hfflfi: C: 6L.47; H : 6.54; N: 18.23; CI: 9.61; 
NMR <CDCl3,300 MHz): 1.01 <t, J = 8, 3H) , 1.62- 
1.88 <m, 4H), 2.35 <s, 3H) , 2.37 <s, 3H) , 2.48 (d, 
J = 1, 3H), 3.40, 3.45 (s, s, 3H) , 3.50-3.64 <m, 
2H) , 4.38-4 .47 (m, 1H) , 6.53 <d, J = 8, 1H) , 7.12 
(d, J - 8, 1H), 7.07 <d, J «* 8, 1H), 7.12 <s, 1H) . 

az) CI-HRMS: gf-ff® : 404.1853, ^SiiiC : 404 . 1839 <M + H) ; 
NMR (CDCI3, 300 MHz): 2.29 (s, 3H) , 2.38 <s, 3H) , 
2.40 (S, 3H), 3.40 is, 6H), 3.76 <t, J - 8, 4H) , 
4.20-4.45 <m, 4H) , 7.11 (d, J - 8, LK) , 7.22 <d, J 
8, 1H) , 7,31 (s ( 1H> . 

ba) CI-HRMS: fUffi : 404 . 1853, jfeSfflfiS I 4 04. 1859 <M + H); 
^<f: C: 59.47; H: 6.50; N: 17.34; CI: 8.79; 

C: 59.73; H: 6.46; N: 17.10; CI: 8.73; 
NMR (CDCI3, 300 MHz): 1.95-2.08 <m, 2H) , 2.35 is, 
3H), 2.38 (s, 3H), 2.46 <s, 3H) , 3.38 (s, 3H) , 3.41 
(s, 3H), 3.50-3.65 (m, 4H) , 4.56-4.70 (m, 1H) , 6.85 
{d, J - 8, 1H), 7.12 <d, J - 8, 1H), 7.45 <d, J = 
8 f IK) , 7.32 <s, 1H) . 
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bb) CI-HRMS; «t#ffi: 391.2246, ^fflffi : 391.2258 (M + H) ; 
j^|f: C: 67.67; H: 6.71; N: 21.52; %fHt& I C: 

67.93; H: 6.70; N: 21.48; 

NMR (CDCI3, 300 MHz): 0.76-0,84 <m, 2H) , 0.84-0.$l 
<m, 2H), 1.00-1.08 (ra # 2H) , 2.15 (s, 3H), 2.20 (s, 
3H), 2.29 (s, 3H), 2.45 (s, 3H) , 2.85 <t, J - 8, 
2H), 3.28-3.30 <m, 1H) , 3.85 <s, 3H) , 6.78 (s, 1H) , 
6.95 <s, 1H) . 

be, CI-HRMS: ff^ffi: 386.2192, £ffl« : 386.2181 <M + H) ; 
#*f: C: 62.32; H: 7.06; N: 18.17; ^fflflfr : C: 

62.48; H: 6.83; N: 18.15; 

NMR (CDCI3, 300 MHz): 7.1 <d, 1H, J = 8) , 6.9 <d, 
1H, J = 1), 6.8 <dd, 1H, J - 8,1), 6.7 (br.d, 1H, 
j = 3) , 4.7-4.6 <m r 1H) , 3.85 (s, 3H) , 3.70-3.55 
(m, 4H) f 3.45 (s, 6H) r 2.5 <s, 3H) , 2.3 <s, 3H) , 
2.15 (s, 3H) . 

bd) CI-HRMS: gm<&: 400.2349, £«J«S : 400 . 2336 <M + H) ; 
NMR (CDCI3 , 300 MHz): 7.1 (d, 1H, J = 7) , 6.85 (d, 
1H, J = .1), 6.75 (dd, 1H, J - 7,1), 4.45-4,25 
<br.s, 4H), 3.75 (t, 4H, J = 7), 3.4 (s, 6H) , 2.4 
<s, 3H), 2.25 is, 3H), 2.15 (s, 3H) . 

be) CI-HRMS: I 370 . 2243, 3i"#iS : 370 . 2247 (M + H) ; 

**f: C: 65.02; H: 7,38; N: 18.96; £ffl«t : C: 

65.28; H: 7.27; N: 18.71; 

NMR (CDCI3, 300 MHz): 7.1 <d, 1H, J - 8) , 6.85 <d, 
1H, J = 1), 6.8 <dd, 1H # J * 8,1), 6.5 (br. d, 1H, 
J - 1) , 4.5-4.3 <m, 1H>, 3.85 (s, 3H) , 3.65-3.5 <m, 
2H), 3.4 <s, 2H>, 2.5 (s, 3H) , 2.3 (s, 3H) , 2.2 <s, 
3H), 1.9-1.7 <m, 2H), 1.05 <t, 3H, J = 7) . 

bf) CI-HRMS: tmm: 379.2246, &SJ<& I 379.2248 (M + H) ; 
NMR (CDCI3, 300 MHz): 7.1 <d, 1H, J * 8) , 6.85 <d, 
1H, J « 1), 6.8 (dd, 1H, J = 8,1), 4.3-4.0 <m, 4H), 
3.85 is, 3H), 3.0 (t f 2H, J - 7), 2.45 (s, 3H) , 2.3 
(s, 3H), 2.2 <s, 3H), 1.9-1.8 ( m, 2H) , 1.0 (t, 3H, 
J = 7) . 

bg) CI-HRMS: : 340.2137, #lffl« : 340.2122 (M + H) ; 
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NMR (CDC13/ 300 MHz): 7.1 <d, lH, J «= 8) , 6.85 <d, 
IH, J = 1), 6.75 <dd, 1H, J = 8,1), 4.2-4.0 (br.m, 
4H), 3.85 (3, 3H, 2.4 <s, 3H) , 2.3 < s, 3H) , 2.2 
<s, 3HJ , 1.35 <t, 6H, J = 7) . 

bh) CI-HRMS: fl**HS : 313.1665, : 313.6664 (M + H) . 

bi) CI-HRMS: tf-Jffc; 400.2349, £«H6 I 400.2346 (M + H) ; 
NMR (CDCI3, 300 MHz); 7.1 <d, 1H, J - 7) , 6.9-6.75 
(m, 3H), 4.7-4.55 (in, 1H) , 3.8 <s, 3H) , 3,7-3.5 (re, 
4H), 3.45 <s, 3H), 3.35 (5, 3H), 2.5 <s, 3H) , 2.3 
(s, 3H), 2.2 (s, 3H), 2.1-1.95 <m, 2H) . 

bj) CI-HRMS: «t*ffS : 377.2090, %Htt : 377.2092 (M + H) ; 
»*f: C: 67,00; H: 6.44; N : 22.32; £8JfS : C: 

67.35; H: 6.44; N: 22.23; 

NMR (CDCI3 , 300 MHz): 7.1 <d, 1H, J « 8) , 6.9 <d, 
1H, J = 1), 6.8 (dd, IH, J = 8,1), 4.55-4.4 (m, 
2H), 3.85 (s, 3H), 3.4-3.3 <m, IH) , 2.85 <t, 2H, J 
= 7), 2.5 (s, 3H), 2.3 (s, 3H) , 2.2 (s, 3H) , 1.1- 
1.0 (m, 2H), 0.85-O.75 (m, 2H) . 
bk) CI-HRMS: ihff « : 413.2427, : 413.2416 <M + H) ; 

NMR (CDC13, 300Hz): 7.1 (d f IH, J = 8), 6.85 (d, 
1H, J - l) f 6.75 (dd, 1H, J •= 8; 1) , 4.6 <m, IH) , 





3.85 <s, 


3H), 3. 


75-3, 6<m, 


4H), 3. 


6 <q, 


4H, J 


= 


7), 




2.5 <s, 


3H>, 2.3 


5, 3H), 2 


.2 (s, 


3H>, 


1.25 (t 




6H, 




J - 7) . 
















bl) 


CI-HRMS: 




420.1802, 




420. 


1825 <M 




H); 


bm) 


CI-HRMS: 


tm«s: 


390.1697, 




390. 


1707 (M 


+ 


H); 


bn) 


CI-HRMS: 




397.1465, 




397. 


1462 <M 




H) ; 


bo) 


CI-HRMS: 




360.1513, 




360. 


1514 (M 


+ 


H) ; 


bp) 


CI-HRMS: 


tmm: 


374.1748, 




374. 1737 (M 


+ 


H>; 


bq) 


CI-HRMS: 




479.1155, 




479. 


1154 (M 


+ 


H); 


br) 


CI-HRMS: 




463.1219, 


%®& : 


463. 


1211 (M 




H>; 




»*f : 




C: 51.96, 


H: 5.23, N f 


15.15, 


Br: 




17.28; &a«: C: 


52.29, H: 


S. 62, 


N: 14 


,79, Br: 






17.47 
















bs) 


CI-HRMS: 




433.1113, 




433. 


1114 (M, 


7 *Br> 



bt) NH3-CI MS: ffiffc: 406, ; 406 (M + H>+; 

NMR (CDC1 3> 3 00MHz) : 6 7. 2 8 (d, J = 10Hz, 1 H) 

. 7. 03 (d x J = 8Hz, IH) x 6. 96 (s, 1 H) > 6. 7 (d, J 

= 9, IH) , 4. 6 3 (m, 1 H) . 3. 79 (s, 3H) , 3. 6 (m, 4 
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H) % 3. 42 (s, 6H) % 2. 47 (s. 3 H) , 2. 32 (s, 3 H) 0 

nmm* 3 i 

2, 4, 7-^^/W-8- b*is-2-*7A'7*^A') [l, 5- 

a] -fys/n-l, 3, 5- hyr^tDKjg 

Wl, *K R 3 W:CH 3 , R 1 fiCH 3% Zf*C-CH 3 , Ar«t2, 4-v>p< 

5 -71? hT ^i^y-4 - (4-p< -y^y'^^yW) -3-^ 

/UVyy-zK m&m. (6 0 2mg, 2mmol) £&?PN a HC 0 3 &f£ (1 
OmL) tm^Vito *ttfi^»SrE t OA c r 30#|ffi Ut> W«8® Sr^fcii: 
, MgS0 4 tm 5iEU «jEig*gLfco aj£Srh/!^>' (lOmL) *5<fc 
lF*^hB»hy^^ (0. 36g, 3mmo 1) \CML Lfc e R 

^77^ (CHCl 3 :MeOH: : 9 : 1) *f?V\ »«£«ffig*1- * fcft 
fe03»tttt««*s#&ivfc (Rf = 0. 6, 2 10mg, JR^3 7%) . 
NMR (CDC 1 3 , 3 0 0MHz) : 7. 15 (d, 1 H. J = 8) , 6. 9 
(d, 1H, J = l) , 6. 85 (dd, 1H, J=8, 1) , 3. 85 (s, 
3H) , 2. 95 (s, 3H) , 2. 65 (s, 3 H) , 2. 4 (s\ 3 H) % 
2. 15 (s, 3 H) ; C I — HRMS : : 2 8 3. 1 5 5 9, : 

2 8 3. 1 5 5 4 (M+H) 0 

5&6«4 3 2 

7-fc Ka^-5-^f/!/-3- (2-^P-4-^f^7i^/V) ^7/ 

p [i, 5-a] try $ *JxD9m 

AttCH, R'UMe, R 3 «OH, ZfSC-Me, Arfi2-^ 



nn-4 ^/V/73ir:^"CfcS) 

5-7S/-4— (2-^oo-4->f;l'7xn;i/) - 3 ^/uf 7;/— 
/Ml. 86g, 8. 4mmol) (3 0mL) Ktttt Lftd* bttd* L 

fco Rl^TN »6*tfc»tt^r-fe hRHfts?7l' (1. 18mL, 9. 2mmo 1 
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ttftSlU, (lOOmL) ZUtl. ftbtitctk®%Zj&\Z£<)M#> 

■fto fflE^W8ii-zb&&<Dmmmhtiit a. o g , 42%) e 

NMR (CDC 1 3% 300Hz) :8. 70 (^a-Ks, 1 H) , 7. 2 9 
(s, 1H) , 7. 21-7. 09 (nu 2 H) % 5. 62 (s, 1 H) , 2. 
35 (s, 6H) , 2. 29 (s, 3H) ;CI -MS : 2 8 8 (M + H) c 

$1^4 3 3 

7-^on-5-^f;v-3- (2-^np-4-^f;P7x^;V) tfy^n [ 
1, 5 -a] VV^VxnWk 

(5tl, AttCH, R l flMe, R 3 ttCK ZI*C-Me, Arfi:2-* 

nn-4 -t'fjvy =.~/VQfo%>) 

7-t Ko^-5-^fyV-3- (2-^DD-4-^/U7x^) ^7 
[1, 5 -a] \?V mSls (1. Og, 3. 5mrao 1) , ^Mg^X 
(2. 7 g, 1. 64m L. 17. 4mmo 1 ) , N, N~^xf;W7^yy ( 
0. 6 3 g, O. 7mL. 4. 2mmo 1) frXXth/^y (2 OmL) (Dfe-fr 

ZLfco m&<Oyyy*s~%yJ*?v-* Y?7y>( (EtOAc : : : 

1 : 2) *rffl\ 7-^on-5-^f;V-3- (2-^no-4-^f/V7x 
~/u) [1, 5-a] fy^^V$r«fe»^irLT»rc (9 00mg 

, IR^8 4%) 0 

NMR (CDC 1 3 ^ 3 0 0Hz) : 7. 35 (s, 1 H) , 7. 28-7. 2 
6 (m, 1H) , 7. 16 (d, 1H, J = 7) % 6. 80 (s x 1 H) , 2. 
5 



5 (s. 3H) , 2. 45 ( S> 3H), 2. 40 ( S> 3H) ;CI -MS : 
3 0 6 (M+H) 0 

HteW4 3 4 

7- H^^vU-3-T^/) -5-^^/1—3- (2-^nn-4-^f;l/7 
^-/W) \fyVn [1, 5-a] f V ^ v>>-CD$^ 
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(5£l, AttCH, R^Me, R 3 tt-0-^/W- 3 -7 ^ y > ZI2C-M 

e, Ar(j:2-^nn-4-^f;i'7x^'Cjfe5) 

(3 9 4mg, 6. 5mmo 1) *5<fctf 7 P n - 5 - 
^A—3- (2-^nn-4->f^7x^) tf^/n [l, 5-a] \?D 
(200ms, 0. 6 5mmo 1) <Di/t K (DM SO. 

(lOOmL) Jgr&Lfc. ^on^ ^ >T? 3 lUfflU 

*-f^i:llfe<0@fr^#e)tiyto 77y^^"7^77^ (EtOAc:^ 
^rU"^ : : 1 : 4) Srfr 5 <!:> Gfe*>H(to*#&*lfc (1 4 Omg, flX^6 0% 

) o 

SMU 3 9—1 4 It: ; NMR (CDC 1 3 , 300Hz) : 7. 32 (s, 1 
H) , 7. 27 (d, 1H, J=8) , 7. 12 (d, 1 H, J = 7) , 6. 0 
2 (d, 1H, J = 9) , 5. 78 (s, 1H) , 3. 5 0-3. 39 (m, 1 
H) , 2. 45 (s, 3H) , 2. 36 (s, 6 H) , 1. 82-1. 60 (m 
, 4H), 1. 01 (t, 6H, J = 8) ; 7C*£«f : ttiMI (C 20 H 25 C 1 N 
4 ) : C, 67. 3 1, H, 7. 06, N, 15. 70, Ci. 9. 93, *$m 
«:C, 67. 32, H, 6. 95, N, 15. 50, CI, 9. 9 3 c 

m2\z®fa&7FLTcmMwtz, mmmiA, ib, 432, 433, 434-e 

Ptf/K Me^f/K Etlixf/K Buli^f/K Exf*Hffi09, E t OA 
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m 2 

R 3 

Ar 

oil tt *4 & 





Z 


&2 


hJL 




435 b 


C-Me 


N(CH2CH2CMe)2 


2, 4-Cl2~Ph 


71-73 


436 c 


C-Me 


N (Bu) Et 


2 r 4-Cl2-Ph 


86-87 


437<* 


C-Me 


NHCH<Et»CH20Me 


2 # 4-Cl2-Ph 


110-111 


438 e 


C-Me 


N(Pr)CH2CH2CN 


2,4-Cl2-Ph 


83-85 


439 f 


C-Me 


NH-3- s\yf fj 


2 r 4-Cl2-Ph 


175-176 


4409 


C-Me 


NHCH<CH20Me)2 


2,4-Cl2-Ph 


107 


441h 


C-Me 


NHCH<EC)2 


2,4-Me2-Ph 


oil 


442* 


C-Me 


NHCH(CH 2 OMe>2 


2,4-Me2-Ph 


103-105 


4433 


C-Me 


N(CH 2 CH20Me)2 


2,4-Me 2 -Ph 


87-89 


444 k 


C-Me 


N(C-Pr)CH2CH2CN 


2,4-Me2-Ph 


133 (dec) 


445* 


C-Me 


N(CH2CH20Me)2 


2-Cl,4-MePh 


77-78 


446 m 


C-Me 


NHCH(CH20Me)2 


2-C1, 4-MePh 


131-133 


447 n 


C-Me 


NHCH (Et) 2 


2 -CI, 4-MePh 


139-141 


448« 


C-Me 


NEt 2 


2,4-Me2-Ph 


92-94 


449P 


C-Me 


N(PrJCH2CH2CN 


2,4-Me2-Ph 


143-144 


450<I 


C-Me 


N(Bu)CH2CH2CN 


2, 4-Me2-Ph 


115-117 


451 r 


C-Me 


NHCH (Et ) CH20Me 


2, 4-Me2-Ph 


oil 


452» 


C-Me 


NHCH (Et ) 2 


2-Me,4-MeOPh 


104-106 


453* 


C-Me 


NHCH(CH20Me>2 


2 -Me, 4-MeOPh 


115-116 


454 u 


C-Me 


N(CH2CH20Me)2 


2-Me # 4-MeOPh 


oil 


455 v 


C-Me 


(S) -NHCH <CH2CH20Me> - 
(CH20Me) 


2-Me, 4-MeOPh 


oil 


456* 


C-Me 


(S ) -NHCH (CH2CH 2 OMe) - 
(CH2QMe) 


2, 4-Me 2 -Ph 


oil 
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4S7 X 


C-Me 


N(CH2CH20Me) 2 


2 -Me, 4-ClPh 


oil 


458* 


C-Me 


NHEt 


2, 4-Me2-Ph 


oil 


459* 


C-Me 


NHCH (Et ) 2 


2 -Me, 4-ClPh 


94-96 


460 aa 


C-Me 


NHCH(CH20Me>2 


2-Me, 4-ClPh 


113-114 


461 ab 


C-Me 


N(Ac)Et 


2, 4-Me2-Ph 


oil 


462 ac 


C-Me 


(S) -NHCH (CH2CH20Me) - 
(CH20MG) 


2-Me,4-ClPh 


oil 


463 a( i 


C-Me 


N (Pr) CH2CH2CN 


2 -Me, 4 -MeOPh 


1 1 O.I 1 Q 
A X O 11,9 




C-Me 


NEt2 


2-Me, 4 -MeOPh 

* *^ / » newt 1 a 




103 


C— Me 


/ <; \ -NHCH (CH*>CH*>OMel - 


2-CL- 4 -MePh 


X v X A U J 


1 DO 7 


C-Me 


NEC 2 


2 -CI, 4 -MePh 


12 9-130 




C-Me 


N (c-Pr J CH2CH2CN 


2-Me, 4-MeOPh 


177-178 


468 a * 


C-Me 


N{C-Pr)CH2CK2CN 


2-CL, 4-MePh 


162-163 


46<5 a j 


C-Me 


NHCH (Et) CH20Ma 


2-Me, 4 -MeOPh 


Oil 




C— Me 


NHCH (Et ) CH70Me 


2-CL, 4-MePh 


111-113 


4*71 
H f X 


C~Me 


NHCH (CH20Me) 2 


2 -CX -4 -MeOPh 




4*79 


C— Me 


N(CH2CH20Me) 2 


2 -CI -4 -MeOPh 




4 / J 




NHCH ( Et ) CHsOMe 


2 -CI -4 -MeOPh 




•i IH 




N (c-P r ) CH9CH?CN 


2 -CI -4 -MeOPh 






C-Me 


NEt2 


2-Cl-4-MeOPh 




4/0 


C — MO 


«n j *x «x y /I/ 


2 -CI -4 -MeOPh 




4"7T 


C— Me 


NHCH (Et ) CH2CH20Me 


2 -CI -4 -MeOPh 




4*Jfl 
H 1 O 


p.Mp 

v^. Pit; 


NHCH (Mel CH9CH?OMe 


2 -CI -4 -MeOPh 




4*7(1 

4 /y 


^ nc 


NHCH I E t J CHoCH^OMe 


2 -Br -4 -MeOPh 




4QA 

4 OK) 


L'flB 


MUfU (Mat PHTCH^OMe 


2-Br-4-MeOPh 




481 




MMrH (Et I CHoCH^OMe 
in nun \ c# c 1 t>n^vn^ wi 1 


2 -Me -4 -MeOPh 




* 0 1 

4o2 






2 -Me -4 -MeOPh 




483 


<*.-ne 




2-C1-4, 5- <MeO) 2?h 




jj Q A 


f .Ma 


N(CH7CH'?0Me) 7 


2-Ci-4 # 5-«MeO)2 ph 




485 


C-Me 


NHCH \ fc- 1 1 CH2tJwe 






486 


C-Me 


N(C-Pi:)CH2CH2CN 


2-Cl-4,5-<MeO)2Ph 




487 


C-Me 


NEC2 


2-Cl-4,5-(MeO)2Ph 


99-101 


488 


C-Me 


NH-3- ^y^ju 


2-C1-4, 5-(M«0) 2*& 


169-170 


489 


C-Me 


NHCH(Et)CH2CH20Me 


2-Cl-4,5-(MeO)2Ph 
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* 



490 


C-Me 


NHCH (Me)CH 2 CH20Me 


2-C1-4, 


S-(MeO) 2 P* 


491 


c-Me 


NHCH(CH 2 OMe) 2 


2-Br-4 ( 


5-(MeO)2Ph 


492 


C-Me 


tf(CH2CH20Me) 2 


2-Br-4, 


5-<MeO) 2 Ph 


493 


C-Me 


NHCH(Et)CH20Me 


2-Br-4, 


5-<MeO)2Ph 


494 


C-Me 


N(c-Pc)CH2CH2CN 


2-Br-4, 


5-(MeO) 2 Ph 


495 


C-Me 


NEt 2 


2-Br-4, 


5- (MeO) 2 Ph 


496 


C-Me 


NH-3- -^>f-;U 


2-Bc-4, 


5- (MeO) 2 Ph 


497 


C-Me 


NHCH (Et ) CH2CH20Me 


2-Br-4 , 


5- (MeO) -5Ph 


493 


C-Me 


NHCH (Me) CH 2 CH20Me 


2-Br-4, 


5- (MeO) ?Ph 


499 


C-Me 


NHCH ( CH 2 OMe ) 2 


2-C1-4, 


6- (MeO) oPh 


500 


C-Me 


N<CH2CH 2 OMel 2 


2-C1-4, 


6- (MeO) 2 Plv 


501 


C-Me 


NHCH ( Et ) CH 2 OMe 


2-C1-4, 


6-(MeO) 2 Ph 


502 


C-Me 


M(c-E>r)CH2CH2CN 


2-C1-4, 


6- (MeO) 2 Ph 


503 


C-Me 


NEC 2 


2-C1-4, 


6-(MeO)2Ph 


504 


C-Me 


NH-3- s^y^-fr 


2-Cl-4 r 


6- (MeO) 2 Ph 


505 


C-Me 


NHCH (Et)CH 2 CH20Me 


2-C1-4, 


6- (MeO) 2 Ph 


506 


C-Me 


NHCH (Me) CH2CH20Me 


2-C1-4, 


6- (MeO) 2 Ph 


507 


C-Me 


NHCH <CH20Me) 2 


2 -Me- 4, 


6- (MeO) 2 Ph 


508 


C-Me 


N (CH2CH 2 OMe) 2 


2-Me-4, 


6- (MeO) 2?h 


509 


C-Me 


NHCH (Et) CH 2 OMe 


2-Me-4, 


6- (MeO) 2?h 


510 


C-Me 


N(c-Pr)CH2CH2CN 


2 -Me- 4, 


6-(MeO)2Ph 


511 


C-Me 


NEt 2 


2-Me-4, 


6- (MeO) 2?H 


512 


C-Me 


NH-3- s<>f- n. 


2-Me-4, 


6- (MeO) 2 Ph 


513 


C-Me 


NHCH (Et) CH2CK20Me 


2-Me-4, 


6-(MeO)2Ph 


514 


C-Me 


NHCH (Me)CH2CH20Me 


2-Me-4, 


6- (MeO) 2Ph 


515 


C-Me 


N<c-Pr)CH2CH2CN 


2-Br-4, 


6- (MeO) 2* h 


516 


C-Me 


NEt2 


2-Br-4, 


6-(MeO) 2 Ph 


517 


C-Me 


NH-3- ✓O*- Ji/ 


2-Br-4, 


6-(MeO)2Ph 


518 


CrMe 


NHCH (Et ) CK2CH 2 OMe 


2-Br-4, 


6-(MeO*2*h 


519 


C-Me 


NHCH (Me) CK 2 CH20Me 


2-Br-4, 


6- (MeO) 2?h 


520 


C-Me 


NHCH (Et ) CH2CH20Me 


2-Me 


-4-MeOPh 


521 


C-Me 


NHCH (Me) Cn2CH20we 


2 -Me 


-4-MeOPh 


522 


C-Me 


NHCH <CH20Me) 2 


2-Me0-4-MePh 


523 


C-Me 


N(CH 2 CH20Me) 2 


2-MeO-4-MePh 


524 


C-Me 


NHCH (Et) CH 2 OMe 


2-Me0-4-MePh 


525 


C-Me 


N(c-PDCH2CH2CN 


2-Me0-4-MePh 
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S26 


C-Me 


NEt2 


2-MeO-4-MePh 


527 


C-Me 


NH-3- «X V if- fly 


2~MeO-4-MePh 


528 


C-Me 


NHCH (Et ) CH2CH20Me 


2-MeO-4-MePh 


529 


C-Me 


NHCH (Me ) CH2CH20Me 


2-MeO-4-MePh 


530 


C-Me 


NKCH(CH20M«) 2 


2-MeO-4-KePh 


531 


C-Me 


N(CH2CH2<>Me) 2 


2-Me0-4-MePn 




C-Me 


NHCH (Et ) CH20Me 


2-MeO-4-MePh 


Ell 
JJJ 


v^> nc 


N (c-Pr) CH0CH9CN 


2-MeO-4-MePh 


OJ 




NEt2 


2-Me0-4-MePh 


J JJ 


v — ne 


hlU - 1 — s< if- 1\, 


2 -Me0-4 -MePh 


536 


C-Me 


NHCH <Et ) CH2CH20Me 


2-Me0-4-MePh 


3j ' 


C-Me 


NHCH (Me) CH2CH20Me 


2-Me0-4-MePh 


538 


C-Me 


NHCH(CH20Me)2 


2-Me0-4-ClPh 


539 


C-Me 


N(CH2CH20Me) 2 


2-Me0-4-ClPh 




r.MA 


NHCH (Et ) CH?0Me 


2-MeO-4-ClPh 


541 


C-Me 


ti / r> _ d r- \ ^ u r* u <^rM 
N vC-r C> ^H2l-n2*^ w 


?-Me0-4-ClPh 


542 


C-Me 


NEt2 


2-MeO-4-OPh 


543 


C-Me 


NH-3- «*>?-/l> 


2-Me0-4-ClPh 


544 


C-Me 


NHCH{Et)CH2CH20Me 


2-Me0-4-ClPh 


545 


C-Me 


NHCH (Me)CH2CH2QMe 


2-MeO-4-ClPh 



b) CI-HRMS: 8ttHS: 423.1355; 423.1337 (M + H) . 

c) tmUi: C, 61.38, H, 6.18, N, 14.32: 
fgfflffi: C, 61.54, H, 6.12, N, 14.37. 

d) C: 58 .02, H, 5.65, N, 14.24; 
&8HiS: C, 58.11, H, 5.52, N, 14.26. 

e) frtf: tmffi: C, 59.71, H, 5.26, N, 14.85; 
&Wm: C, 59.94, H, 5.09, N, 17.23. 

f) #*r: «««: c ' 60 - 48 ' H ' 5 - 89 ' N ' 1<l - 85 ' 

£«9ffi : c ' 60.62, H, 5.88, N, 14.82. 

h) CI-HRMS: 8fitfiS: 337.2388; ^Wfi : 337.2392 (M + H) • 

i) 8Htffi: <=, 68.45, H, 7.669, N, 15.21, 
: C, 68.35, H, 7.49 N, 14.91. 
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j) 


: 


m Led 


l: C, 69.08, H, 7.915. N. 14 65 




%mm : 


C, 68.85, 


H, 7.83, N, 14.54, 








C, 73.51, H, 7.01, N, 19.48, 




*m& : 


C, 71.57, 


H, 7.15, N, 19.12. 


1) 


CI-HRMS 


: 


403.1899; ^SUft : 403 1901 <m + w\ 


m) 


ff*r : 




C, 61.77, H, 6.49, N. 14 41 fl 




9.13; £Mfi£: C, 


61.90, H, 6.66, N, 13 62 Cl q ?c 


n) 


»Vt : . 




C, 67.31, H, 7.06, N, IS 70 ri 




9.93; C, 


67.32, H, 6.95, N. 15 50 ri q qi 


o) 


»m : 




C, 74.50, H, 8.14. N. 17 **fl 




*W<I : 


C, 74.43, 


H, 7.59, N, 17.16. 


P) 


: 




C, 73,10, H, 7.54, N, 19.37 




^Wffl: C, 73.18, 


H, 7.59, N, 18,81. 


q) 


4Mf : 




C, 73.57, H, 7.78, N, 18 65 




*8HS: C, 73.55, 


H, 7.79, N, 18.64. 


r) 


CI-HRMS 




353.2333; ^fflft " 353 2341 fM + wi 


s) 


»*f : 




C, 71 56. H. 8 02 N 15 Qn 




^fflffi: C, 71.45, 


H, ■ 7 99. N. 15 88 


t) 


#*r : 




C, 65.60. H. 7 34. N 14 S7 




35£«Hg: C, 65.42, 


H, 7.24, N. 14 37 


u) 


CI-HRMS 




399.2398; ^3B16 : 399 2396 (M + H) 


v) 


CI-HRMS 




399.2398; ^liflHit : 399 2396 (M + Hi 


w) 


CI-HRMS 




383.2450; Hffl^S : 383.2447 <M + H) 


X) 


CI-HRMS 




403.1887; HffllB I 403.1901 (M + H) . 


y) 


CI-HRMS 


INV«: 


295.1919; ^fflfi : 295.1923 (M + H) . 


z) 


fl-tf : ff~»«i : 


C, 67.31, H, 7.06, N, 15.70, 




: c, 67.12, 


H, 6.86, N, 15.53. 


aa) 


*Hr : tt*« : 


C, 61.77, H, 6.49, N, 14.41, CI, 




9.13; C, 62.06, H, 6.37, N, 14.25, CI, 9.12. 


ab) 


CI-HRMS: 


trae : 


337.2017; %m& I 337.2028 (M + H) . 


ac) 


CI-HRMS: 




403.1893; I 403.1901 (M + H) . 


ad) 


ft-W : i 




C, 70.00, H, 7.22, N, 18.55, 




C, 70.05, 


H, 7.22, N, 18.36. 


ae) 


frtf : »nm : 


C, 70.98, H, 7.74, N, 16.55, 



%Wfc : C, 71.15, H,7.46, N, 16.56. 
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ag) §t*#<6: C, 66.59, K, 6.76, N, 16.34, 
&ffl<B : C, 66.69, H,6.82, N, 16.20. 

ah) jHff: frtfffl: C, 70.38, H, 6.71, N, 18.65, 

C, 70.35, H,6.82, N, 18.83. 

al) ffl^fi: C ' 66.39, H, 5.85, N, 18.44, CI, 

9.33; 

^fflffl: C, 66.29, H, 5.51, N, 18.36, CI, 9.31. 

aj) CI-HRMS: ffifffi : 369.2278; % ffl<S : 369.2291 <M + H) . 
ak) #*f: c, 64.42, H, 6.77, N, 15.02, 

^filfi: C, 64.59, H,6.51, N, 14.81. 

^ntT/U-e*>9, Me^M^-Cfet), Et»auf-^t>9's Bu*^/U"C*> 9 , Ex 



S 3 



54 6* C-Me 

547^ c . Me 

54 B c C-Me 

549 d C-Me 




NHCH(Et) 2 
S-NHCH(CH2CH20Me) 

-CH20Me 
S~NHCH(CH2CH20Me) 
-CH20Me 
N(c-Pr)CH2CH2CN 



ax 

2-Me-4-Me2N-Ph 
2, 4-Me2-Ph 

2-Me-4-Cl-Ph 

2-Me-4-Cl-Ph 



oil * * 
mp l& C) 

164-166 

oil 

oil 

115-116 
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550 e 


C-Me 


NHCH(Et)CH2CN 


2-Me-4-Ci-Ph 


131-132 


551 * 


C-Me 


N(EtJ2 


2,3-Me2-4-OMe-Ph 


oil 


S52? 


C-Me 


M(CH2CH20Me)CH2CH20H 


2, 4-Cl2-Ph 


oil 


553 h 


C-Me 


N(CH2CH20Me)2 


2 # 3-Me2-4-OMe-Ph 


oil 


554* 


C-Me 


NHCH (£t ) 2 


2, 3-Me2-4-OMePh 


123-124 


5553 


C-Me 


N(CH2-c-Pr) Pr 


2-Me-4-Cl-Ph 


oil 


556* 


C-Me 


M(C-Pr)CH2CH2CN 


2, 3-Me2-4-OMePh 


158-160 


557 


C-Me 


N{c-Pr)Et 


2-Cl-4-OMePh 




558 


C-Me 


N{c-Pxr)Me 


2-Cl-4-OMePh 




559 


C-Me 


N(c-Pr)Pr 


2-Cl-4-OMePh 




560 


C-Me 


N{c-Pr)Bu 


2-Cl-4-OMePh 




561* 


C-Me 


N(Et)2 


2-Cl-4-CN-Ph 


11S-117 


562 


C-Me 


N(c-Pr)2 


2-Cl-4-OMe 


127-129 


563 m 


C-Me 


NHCH(CH20H)2 


2 # 4-Cl2-Ph 


128-129 


564 


C-Me 


N(c-Pr>Et 


2-Br-4, 5-(MeO)2Ph 




565 


C-Me 


N (c-Pr)Me 


2-Br~4,5-(MeO)2Ph 




566 


C-Me 


NK-c-Pr . 


2-Me-4-MeOPh 


126-128 


567 


C-Me 


NHCH ( E£ ) CH20H 


2-Me-4-MeOPh 


60-62 


568 


C-Me 


KMe2 


2-Br-4,S-(MeO)2Ph 




569 


C-Me 


NHCH(Et) 2 


2-Me-4-MeOPh 


103-105 


57 0 


C-Me 


N(c-Pr)Et 


2-Me-4-MeOPh 


173-174 


571 


C-Me 


NH-2- + & 


2, 4-Cl2-Ph 


118-120 


572 


C-Me 


NHCH (Et ) CH2CN 


2 t 4-Cl2-Ph 


141-142 


573 


C-Me 


NHCH(PDCH20Me 


2, 4-Cl2-Ph 


87-88 


574 


C-Me 


NHCH (CH2-iP r ) CH20Me 


2, 4-Cl2-Ph 




575 


C-Me 


NH-2- 7?-Jl/ 


2, 4-Me2~Ph 


oil 


576 


C-Me 


NH-2- 'Of-JU 


2 r 4-Me2-Ph 


Oil 


577 


C-Me 


NH-2- s\*c'yA/ 


2, 4-Me2-Ph 


oil 


578 


CrMe 


NHCH ( i-Pr) Me 


2,4-Me2-Ph 


oil 


579 


C-Me 


NHCH (Me) CH2-1P r 


2,4-Me2^Ph 


oil 


^ An 


nc 


NHCH (Mel -c-C 6H11 


2, 4-Me2 -Ph 


oil 


581 


C-Me 


NH-2- 4 


2, 4-Me2-Ph 


oil 


582 


C-Me 


NH-1- A * 


2,4-Me2-Ph 


oil 


583 


C-Me 


NHCH (Me) Ph 


2, 4-Mee-Ph 


oil 


584 


C-Me 


NHCH(Me)CH2- (4-ClPh) 


2,4-Me2~Pn 


oil 
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585 


C-Me 


NHCH(Me)CH2COCH3 


2, 4-Me2~Ph 


oil 


586 


c-Me 


NHCH(Ph)CH2?h 


2, 4-Me2-Ph 


oil 


587 


C-Me 


NHCH (Me) <CH2)3NEt2 


2,4-Me2-Ph 


oil 


588 


C-Me 


NH-(2-Ph-c-C 3 H4) 


2,4-Me 2 -Ph 


oil 


589 


C-Me 


NHCH(Et)CH2CN 


2,4-Me 2 -Ph 


119-120 


590 


C-Me 




2,4-Me2-Ph 


oil 


591 n 


C-Me 


NEt2 


2-MeO-4-ClPh 


oil 


592° 


C-Me 


NHCH (Et) 2 


2-MeO-4-ClPh 


oil 


59;P 


C-Me 


NHCH (Et) CH20Me 


2-MeO-4-ClPh 


oil 


594 


C-Me 


NMej 


2-MeO-4-ClPh 


oil 


5953 


C-Me 


NHCH (Et ) 2 


2-OMe-4-MePh 


oil 


596 r 


C-Me 


NEt2 


2-OMe-4-MePh 


oil 


597 s 


C-C-Pr 


NHCH(CH20Mel2 


2,4-Cl 2 -Ph 


oil 


598 


C-Me 


N(C-Pr)Et 


2, 4-Me2-Ph 




599 


C-Me 


N (c-Pr) Et 


2, 4-Ci2-Ph 




600 


C-Me 


N (c-Pr) Et 


2/ 4 , 6-Me3-Ph 




501 


C-Me 


It \C*r t / C«t 


2— Ma— 4 -pi -Ph 






C-Me 


W \ C— J tt 


c v« x *t rat; it 11 




DU J 




NHCH (c-Pr) ? 


2/ 4-Cl2-Ph 




0\JH 


C-Me 


NHCH (C-Pr) 9 


2, 4-Me2~Ph 




605 


C-Me 


NHCH (c-Pr) 2 


2-Me-4-Cl-Ph 




606 


C-Me 


NHCH (C-Pr) 2 


2 -CI -4 -Me -Ph 




607 


C-Me 


NHCH (c-Pr) 2 


2-Me-4-OMe-Ph 




608 


C-Me 


NHCH (c-Pr) 2 


2-Cl-4~OMe-Ph 




609 


C-Me 


NHCH(CH20Me)2 


2-Cl-5-F-OMePh 




610 


C-Me 


NEt2 


2-Cl-5-F-OMePh 






u nc 


N (c-Pr) CH2CH2CN 


2-Cl-5-F-OMePh 




ox* 


— rws 


NHCH (Et 1 9 


2-Cl-5-F-OMePh 




vl J 


C-Me 


N (CH2CH20Me) 2 


2-Cl-5-F-OMePh 




614 


C-Me 


NEt2 


2 # 6-Me2-^ V F-3 A 




615 


C-Me 


N(c-Pr)CH2CH2CN 






616 


C-Me 


NnLn (bt 1 2 






617 


C-Me 


N(CH2CH20Me)2 






616 


C-OH 


NHCH(CH20Me)2 


2, 4-Me2-Ph 




619 


C-OH 


NEt2 


2, 4-Me2-Ph 




620 


C-OH 


N(c-Pr)CH2CH2CN 


2, 4-M«2-Ph 
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621 C-OH WHCH(Et> 2 2,4-Me 2 ~Ph 

623 C-OH N(CH 2 CH 2 OMe) 2 2,4-Me 2 -Ph 

624 C-NEC 2 NHCH(CH 2 OMe>2 2,4-Me 2 -Ph 

625 C-NEt 2 NEC 2 2,4-Me 2 -Ph 

626 C-NEt 2 N(c-Pr)CH 2 CH 2 CN 2,4-Me 2 -Ph 

627 C-NEt 2 NHCH <Et) 2 2,4-Me 2 -Ph 

628 C-NEt 2 N(CH 2 CH 2 OMe) 2 2,4-Me 2 -Ph 

629 C-Me NHCH (Et ) 2 2-Ma-4-CN-Ph 
63 J C-Me N(CH 2 CH 2 OMe> 2 2-Me-4-CN-Ph 

a) CI-HRMS: t^ffi; 367.2610, £H|g I 367.2607 (M * H) ; 

b) CI-HRMS: %mm: 384.2400, gSJtt : 384.2393 <M + H) ; 

c) CI-HRMS : : 404.1853, £M<fi : 404.1844 (M + H) ; 
Cl) CI-HRMS: 381.1594, £«HB : 381.1596 (M + H) / 

#*r: frStiS: C: 63.07, H, 5.57, N, 22.07, Cl, 
9.32; 

%mfe: C: 63.40, H, 5.55, N, 21.96, Cl ; 9.15 

e) CI-HRMS : ft*# ffi ; 369.1594, Xffltt : 369.1576 (M *• H) ; 

f) CI-HRMS: gf-gjg; 354,2216, £9J« : 354.2211 |M + HJ ; 

g) CI-HRMS: frlfjg ; 410.1072, %Wtii I 410.1075 (M + H) ; 

h) CI-HRMS: 414.2427, £Wffi : 414. 2427 (M + H) ; 

i) CI-HRMS: ff-ff f£ : 368.2372, *«84S C 368.2372 (M + H) ; 
j) CI-HRMS: gfffffi: 384.1955, *** : 384. 1947 (M + H) ; 
k) CI-HRMS: Bf-*r<B: 391.2168, **« : 391.2160(M + H) ; 
1) CI-HRMS: frfttt: 335.1984, *■* ' 335 . 1961 (M + H) ; 
m) CI-HRMS: SUHI : 382.0759, : 382 . 0765 (M + H) ; 
n) NH3-CI MS: Steffi: 360, : 360 (M * H) + 

o) NH3-CI MS: S^fe: 374, £85$ : 374 (M + H)+; 

NMR (CDCI3, 300 MHz) : 5 7.29 (d, J=8.4Hz, 1H) , 7.04 
<dd, J=1.8,8Hz, 1H), 6.96 (d, J=1.8Hz, 1H) , 6.15 
<d, J-10, 1H>, 4.19 (m, 1H), 3.81 (s, 3H) , 2.47 (s, 

3H), 2.32 (s, 3H) , 1.65 (m, 4H> , 0.99 <t, J=7,32Hz, 

6H) 

p) NH3-CI MS: tttMl: 390, %W&: 390 {M + H)+; 
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NMR (CDClj, 300 MH2) : 6 7.28 <d, J=8Hz, 1H), 7.03 
<d, J=8H2, 1H), 6,96 is, 1H) , 6.52 <d, J=9Hz, 1H), 
4.36 (in, 1H), 3.8 (s, 3H) , 3.55 (m, 2H) , 3.39 <s, 
3H>, 2.47 <s, 3H), 2.32 (s, 3H) , 1.76 <m, 2H) , 1.01 
<t, J=7.32Hz, 3H) . 



q) CI-HRMS: IHT ft : 354. 2294 r £Hffi 
r) CI-HRMS: If** ! 340.2137, 
s) CI-HRMS: 436.1307, £SBfc 

*4ld»»S^fcS£IS«B:, SaSflfJIA, IB, 4 3 2, 4 3 3, 4 3 4CS 



354.2279 (M + H) + 
340.2138 (M + H»+ 
436 . 1296 (M + H) + 



m 4 




£^ 

631 
€32 
633 
634 



c-Me 
C-Me 
C-Me 
C-Me 



NHCH (Et) 2 
NHCH (Et) 2 
N(CH2CH20Me) 2 
NHCH(CH20Me)2 



2-Br-4, 5-<MeO>2Ph 
2-Br-4-MeOPh 
2-Bc-4-MeOPh 
2-Br-4-MeOPh 



oil Ji *4» 

160-161 
110-111 

74-76 
12B-130 
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635 


OMe 


N(Et> 2 


2-Me-4-ClPh 


636 


C-Me 


N(c-Pr)Et 


2,4-Cl 2 *fc 


637 


C-Me 


N(c-Pr)Ec 


2,4-Me2Ph 


636 


C-Me 


N(c-Pr)Et 


2,4,6-Me 3 Ph 


639 


C-Me 


N(c-Pr)Et 


2-Me-4-MeOPh 


640 


C-Me 


N(c-Pr)Et 


2-Ci-4-MeOPh 


641 


C-Me 


N(C-Pr) Et 


2-Cl-4-MePh 


642 


C-Me 


N(c-Pr)Et 


2-Me-4-ClPh 


64J 


C-Me 


NHCH(c-Pr>2 


2,4-Cl2-Ph 


644 


C-Me 


NHCK(C-Pr»2 


2,4-Me2-Ph 


64S 


C-Me 


NHCH<c-Pr) 2 


2-Me-4-Cl-Ph 


646 


C-Me 


NHCH(c-Pr)2 


2-Cl-4-Me-Ph 


647 


C-Me 


NHCH(c-Pr)2 


2-Me-4-OMe-Ph 


64 8 


C-Me 


NHCH(c-Pr) 2 


2-Cl-4-OMe-Ph 


649 


C— Me 


NHCH(CH20Me)2 


2-Cl-5-F-0MePh 


650 


C-Me 


NEt2 


2-Cl-5-F-OMePh 


651 


C-Me 


N(c-Pr|CH2CH 2 CN 


2-Cl-5-F-OMePh 


652 


C-Me 


NHCH(€C)2 


2-Cl-5-F-OMePh 


653 


C-Me 


N(CK2CH20Me) 2 


2-Cl-5-F-OMePb 


654 


C-Me 


NEt 2 


2, 6-Me2-*T V K-3 -4 n/ 


655 


C-Me 


H{c-Pr)CH2CH2CN 


2,6-Me 2 -lf V K-3-4 fl> 


656 


C-Me 


NHCH {Et ) 2 


2, 6-Me2-£ V K-3'ffl' 


657 


C-Me 


N(CH2CH20Me)2 


2, 6-Me2-e ■/ P-S--f * 


65B 


C-OH 


NHCH(CH20Me)2 


2, 4-Me2~Ph 


659 


C-OH 


NEt2 


2, 4-Me2~Ph 


660 


C-OH 


N(C-PDCH2CH2CN 


2, 4-Me2-Ph 


661 


C-OH 


NHCH <Et ) 2 


2, 4-Me2-Ph 


662 


C-OH 


N(CH2CH20Me) 2 


2, 4-Me 2 -Ph 


663 


C-NEt2 


NHCH(CH20Me>2 


2 p 4-Me2- ph 


664 


C-NEt2 


NEC2 


2, 4-Me2~Ph 


665 


C-NEt2 


N (C-Pc> CH2CH2CN 


2, 4-Me2"P^ 


666 


C-NEt2 


NHCH (Et J 2 


2, 4-Me2-Ph 


667 


C-NEt2 


N(CH2CH20Me)2 


2, 4-Me2-Ph 


668 


C-Me 


NHCH (Et ) 2 


2-Ke-4-CN-Ph 


669 


C-Me 


N(CH2CH20Me)2 


2-Me-4-CN-Ph 



*5*fcfi6 0S61S«tt, SBtHlA, IB, 2, 3, 6, 4 3 1, 4 3 2, 
4 3 3, 4 3 4 IC^ bfc^ft*fett**lb^i«»ftlB^*>&|C J: 0 PSSt** £ 
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m 5 




o 



Ar 











670 


Me 


NHCH(CH20Me>2 


2,4-Cl2-Ph 


671 


Me 


MHCHPT2 


2,4-Cl 2 -Ph 


612 


Me 


NEtBu 


2,4-Cl2-Ph 


67 3 


Me 


NPr (CH2-C-C3H5) 


2,4-Cl2-*fr 


674 


Me 


N(CH2CH20Me)2 


2,4-012-Ph 


675 


Me 




2,4-Cl 2 -Ph 


676 


Me 


NHCH(Et)CH20Me 


2, 4-Cl2-Ph 


677 


Me 


NEt2 


2,4-Cl2-*h 


67 8 


Me 


NHCH(CH20EC)2 


2, 4-Cl2"Ph 


€79 


Me 


NH-3- s^y + fr 


2, 4-Cl2-Ph 


680 


Me 


NMePh 


2,4-Cl2-Ph 


681 


Me 


NPr2 


2, 4-Ci2- ph 


682 


Me 




2,4-Cl2-Ph 


663 


Me 




2, 4-Cl2-Pft 
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684 


Me 


N(CH2Ph)CH2CH20Me 


2,4-Cl 2 -Ph 


685 


Me 


NHCH(CH2Ph)CH20Me 


2,4-Cl2-Ph 


686 


Me 


NH-4-7 f-7t Kn tf^-JV 


2,4-Cl 2 -Ph 


68? 


Me 




2,4-Cl2-Ph 


688 


Me 


OEt 


2,4-Cl 2 -Ph 


689 


Me 


0CH(Et)CH20Me 


2,4-Cl2-Ph 


690 


Me 


OCH 2 Ph 


2, 4-Cl 2 -Ph 


691 


Me 


0-3- t>«7- A' 


2,4-012-Ph 


692 


Me 


SEt 


2,4-Cl 2 -Ph 


693 


Me 


S(OJ Et 


2,4-Cl2-Ph 


694 


Me 


S02Et 


2,4-Cl 2 -Ph 


695 


Me 


Ph 


2,4-Cl 2 -Ph 


696 


Me 


2-CF3-Ph 


2, 4-Cl 2 -Ph 


697 


Me 


2-Ph-Ph 


2,4-Cl2~Ph 


698 


Me 




2,4-Cl2-Ph 


699 


Me 




2,4-Cl2~Ph 


700 


Me 




2,4-Cl2-Ph 


701 


Me 


CH(Et]CH2CONMe2 


2, 4-Cl2-Ph 


702 


Me 


CH(Et)CH2CH2NMe2 


2,4-Cl 2 -Ph 


703 


Me 


NHCH(CH20Me>2 


2, 4, 6-Me3~Ph 


704 


Me 


NHCHPr2 


2, 4, 6-Me3~Ph 


705 


Me 


NEtBu 


2,4,6-Me3~Ph 


706 


Me 


NPr(CH2-c-C3Hs) 


2, 4, 6-Me3-Ph 


707 


Me 


N(CH2CH20Me)2 


2,4,6-Me3-Ph 


708 


Me 


NH-3- ^yf-^ 


2, 4, 6-Me3-Ph 


709 


Me 


NHCH(EUCH20Me 


2, 4, 6-Me3-Ph 


710 


Me 


NEt2 


2, 4, 6-MQ3-Ph 


711 


Me 


NHCH(CH20Et>2 


2, 4, 6-Me3~Ph 


712 


Me 




2, 4, 6-Me3-Ph 


713 


Me 


KMePh 


2,4, 6-Me3-Ph 


714 


Me 


NPr2 


2,4, 6-M93-Ph 


715 


Me 




2 4 6-Mei-Ph 


716 


Me 




2,4,6-Me3-Ph 


717 


Me 


N(CK2Ph)CH2CK20Me 


2 f 4,6-Me3-Ph 


718 


Me 


NHCH(CH2Ph)CH20Me 


2, 4, 6-Me3-Ph 


719 


Me 


NH-4-r h7^Kob:5^^ 


2 / 4,6-Me3-Ph 
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720 


Me 




2, 4, 6-Me3-Ph 


721 


Me 


OEt 


2, 4, 6-Me3-Ph 


722 


Me 


OCH<Et)CH 2 OMe 


2,4,6-Me 3 -Ph 


723 


Me 


OCH2Ph 


2, 4,6-Me3-Ph 


724 


Me 




2,4/6-Me3-Ph 


725 


Me 


set 


2,4, 6-Me3-Ph 


726 


Me 


S(0)£t 


2,4,6-Me 3 -Ph 


727 


Me 


S02Et 


2, 4, 6-Me 3 -Ph 


726 


Me 


CH (C02Et)2 


2,4, 6-Me 3 ~Ph 


729 


Me 


C(Et) <C02Et) 2 


2, 4, 6-Me3-Ph 


730 


Me 


CH (Et)CH20H 


2, 4, 6-Me3-Ph 


731 


Me 


CH(Et)CH 2 OMe 


2. 4,6-Me3-Ph 


732 


Me 


CONMe2 


2, 4, 6-Me3-Ph 


733 


Me 


COCH3 


2, 4, 6-Me3-Ph 


734 


Me 


CH(0H)CH 3 


2, 4, 6-Me3-Ph 


735 


Me 


C(OH)Ph-3- fcf 1; pfr 


2, 4< 6*Me3-Ph 


736 


Me 


Ph 


2, 4, 6-Me3-Ph 


737 


Me 


2-Ph»-Ph 


2,4, 6-Me3«Ph 


738 


Me 




2, 4, 6-Me3-Ph 


739 


Me 


isfr u fir 


2, 4, 6-Me3-Ph 


740 


Me 


3 -tf V v 7 /^ 


2, 4, 6-Me3-Ph 


741 


Me 


CH(Et)CH 2 CONMe 2 


2, 4, 6-Me3-Ph 


742 


Me 


CH(Et)CH 2 CH2NMe 2 


2, 4, 6-Me3-Ph 


743 


Me 


NHCH (CH 2 OMe) 2 


2 f 4-Me2~Ph 


744 


Me 


N(CH 2 CH 2 OMe)2 


2 r 4-Me2-Ph 


745 


Me 


NHGH(Et)CH20Me 


2,4-Me 2 -Ph 


746 


Me 




2, 4-Me 2 -Ph 


747 


Me 


NEt 2 


2,4-Me 2 -Ph 


748 


Me 


K(CH2CN)2 


2, 4-Me2-Ph 


749 


Me 


NHCH (Me ) CH 2 0Me 


2, 4-Me2-Ph 


750 


Me 


0CH{Et)CH20Me 


2, 4-Me2-Ph 


TCI 
/ D X 


ne 


MP r-r-fiHc 


2, 4-Me2~Ph 


752 


Me 


MHCH(Me)CH 2 NMe2 


2, 4-Me2-P^ 


753 


Me 


N(C-C3H5)CH2CH2CN 


2, 4-Me 2 -Ph 


754 


Me 


N(Pr)CH 2 CH2CN 


2, 4-Me2-Ph 


755 


Me 


N<Bu)CH2CK2CN 


2, 4-Me2-Ph 
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756 


Me 


NHCHPr2 


2, 4-He 2 -Ph 


757 


Me 


NEtBu 


2 # 4-Me2-Ph 


758 


Me 


NPr<CH2-c-C3K5) 


2,4-Me2-Ph 


759 


Me 


NH-3- ^71~n> 


2. 4-Me2-Ph 


760 


Me 


NEt2 


2, 4-Me2~Ph 


761 


Me 


NHCH (CH20Et) 2 


2/4 -Me2~Ph 


762 


Me 




2, 4-Me2 w Ph 


763 


Me 


NMePh 


2, 4-Me2~Ph 


764 


Me 


NPr2 


2, 4-Me2^Ph 


765 


Me 




2, 4-Me2-Ph 


766 


Me 




2, 4-Me2-Ph 


767 


Me 


N (CH2Ph) CH2CH20Me 


2, 4-Me2-Ph 


768 


Me 


NHCH<CH2Ph)CH20Me 


2,4-Me2-Ph 


769 


Me 


n ti ^ ✓ r v r w ^ ^ 


2, 4-Me2-Ph 


770 


Me 




2, 4-Me2-Ph 


771 


Me 


NHCH (CH20Me) 2 


2 -Me-4-MeO-Ph 


772 


Me 


N(CH?CH*>OMe) ? 


2 -Me-4 -MeO-Ph 


773 


Me 


NHCH (Et) CH20Me 


2-Me-4-tteO-Ph 


774 


Me 


N (Pr) CH2CH2CN 


2-Me-4-MeO-Ph 


775 


Me 


OCH (Et)CH20Me 


2-Me-4-MeO-Ph 


776 


Me 


NHCH (CH20Me) 2 


2-Br-4-MeO-Ph 


777 


Me 


N(CH2CH20Me) 2 


2-Br-4-MeO-Ph 


778 


Me 


NHCH (Et I CH£OMe 


2-Br-4-MeO-Ph 


779 


Me 


N (Pr) CH2CH2CN 


2-Br-4-MeO-Ph 


780 


Me 


OCH (Et)CH20Me 


2-Bc-4-MeO-Ph 


781 


Me 


NHCH (CH20Me) 2 


2-Me-4-NMe2"Ph 






N fCH->CHoOMe) 


2-Me-4-NMe2-Ph 


783 


Me 


NHCH (Et) CH20Me 


2-Me-4-NMe2~Ph 


784 


Me 


N (Pr)CH2CH2CN 


2-Me-4-NMe2-Ph 


785 


Me 


OCH(EC)CH20Me 


2-Me-4-NMe2-Ph 


786 


Me 


NHCH (CH20Me) 2 


2-Br-4-NMe2-Pn 


787 


Me 


w 1 vn2^'"2^'^*"' 2 


2 - B r-4 -NMe *> -Ph 


788 


Me 


NHCH(Et)CH20Me 


2-Br^4-NMe2-Ph 


789 


Me 


N(Pr)CH2CH2CN 


2-Bc-4-NMe2-Ph 


790 


Me 


OCH(Et)CH20Me 


2-Br-4-NMe2"Ph 


791 


Me 


NHCH(CH20Me)2 


2-Br-4-i-Pr-Ph 
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792 


Me 


N(CH2CH20Me)2 


2-Br-4-i-p r -Ph 


793 


Me 


NHCH(Et)CH20Me 


2-Br-4-i-Pr-Ph 


794 


Me 


N(Pr)CH2CH2CN 


2-Br-4-i-Pr-Ph 


795 


Me 


OCH (Et)CH20Me 


2-Br-4-i-Pr-Ph 


796 


Me 


NHCH (CH20Me) 2 


2 -Br -4 -Me -Ph 


797 


Me 


N(CH2CH20Me»2 


2-Br-4 -Me-Ph 


798 


Me 


NHCH(Et)CH20Me 


2-Br-4-Me~Ph 


799 


Me 


N(Pr)CH2CH2CN 


2 -Br-4 -Me-Ph 


80 J 


Me 


OCH(Et)CH20Me 


2-Br-4 -Me-Ph 


801 


Me 


NHCH (CH20Me> 2 


2 -Me-4 -Br-Ph 


802 


Me 


N<CH2CH20Me) 2 


2 -Me-4 -Br-Ph 


803 


Me 


NHCH (Et )CH20Me 


2-Me-4 -Br-Ph 


804 


Me 


N(Pr)CH2CH2CN 


2 -Me- 4 -Br-Ph 


805 


Me 


OCH (Et) CH2QMe 


2 -Me-4 -Br-Ph 


806 


Me 


NHCH (CH20Me) 2 


2-C1-4, 6-Me2-Ph 


807 


Me 


N<CH2CH20Me) 2 


2 -CI -4 , 6-Me2-Ph 


808 


Me 


NHCH(CH20Me) 2 


4-Br-2, 6- (Me) 2~Ph 


609 


Me 


N(CH5CH50Mel 7 


4-Br-2, 6-(Me)2~P^ 


810 


Me 


NHCH (CH20Me) 2 


4-i-Pr-2-SMe-Ph 


811 


Me 


N(CH2CH20Me) 2 


4 -i-P r-2-SMe-Ph 


812 


Me 


NHCH (CH20Me J 2 


2-Br-4-CF3~Ph 


813 


Me 


N (CH2CH20Me) 2 


2-Br-4-CF3-Ph 


814 


Me 


NHCH (CH20Me) 2 


2-Br-4, 6-(MeO)2"Ph 


815 


Me 


N(CH2CH20Me) 2 


2-Br-4, 6-(MeO)2"Ph 


816 


Me 


NHCH (CH20Me) 2 


2-Cl-4,6-(MeO)2-Ph 


817 


Me 


N(CH2CH20Mej 2 


2-Cl-4,6-(MeO)2-Ph 




Me 


NHCH (CH20Me) 2 


2, 6- (Me) 2-4-SMe-Ph 


819 


Me 




2, 6- (Me) 2-4-SMe-Ph 


820 


Me 


NHCH (CH20Me) 2 


4-(COMe) -2 -Br-Ph 


821 


Me 


N(CHoCH^OMe) ? 


4-(COMe)-2-Br-Ph 


B22 


Me 


NHCH (CH20Me) 2 


2, 4, 6-Me3-tf'J K-3 --f iV 


823 


Me 


N(Cn2CH2vMe) 2 


c f 4 g o ne j c / r o n z*' 


824 


Me 


NHCH(CH20Me)2 


2, 4-<Br)2-*h 


825 


Me 


N(CH2CH20Me)2 


2,4-(Br)2-Ph 


826 


Me 


NHCH(CH20Me>2 


q-i-Pr-2-SMe-Ph 


827 


Me 


N(CH2CH20Me>2 


4-i-Pr-2-SMe-Ph 
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32 8 


Me 


NHCH (CH20Me) 2 


4-i-Pr-2-S02Me-Ph 


829 


Me 


N<CH 2 CH 2 OMe>2 


4-i-Pr-2-S02Me«Ph 


830 


Me 


NHCH(CH 2 OMe) 2 


2,6-<Me) 2 -4-SMe-Ph 


631 


Me 


N<CH 2 CH20Me)2 


2 / 6-(Me)2-4-SMe-Ph 


832 


Me 


NHCH (CH 2 OMe) 2 


2,6-<Me)2-4-S0 2 Me-Ph 


833 


Me 


N(CH2CH20Me)2 


2, 6- (Me) 2-4-SQ2Me-Ph 


834 


Me 


NHCH (CH20Me) 2 


2-I-4-i-Pr-Ph 


835 


Me 


N<CH2CH20Me) 2 


2-I-4-i~Pr-Ph 


83fr 


Me 


NHCH (CH20Me) 2 


2-8r-4 -N (Me ) 2~6-MeO-Ph 


837 


Me 


N(CH2CH 2 OMe)2 


2-Br-4-N (Me) 2-6-MeO-Ph 


838 


Me 


NEt2 


2-Br-4-MeO-Ph 


839 


Me 




2-Br-4-MeO-Ph 


840 


Me 


NHCH<CH20Me)2 


2-CN-4-Me-Ph 


841 


Me 


N(c-C3Hs)CH2CH2CN 


2,4, 6-Me3-Ph 


842 


Me 


NHCH (CH2CH20Me) CK20Me 


2-Me-4-Br-Ph 


843 


Me 


NHCH(CH20Me)2 


2, 5-Me 2 '4-MeO-Ph 


844 


Me 


N(CH2CH20Me)2 


2, 5-Me2-4-MeO-Ph 


845 


Me 


NH-3-^>*il/ 


2, 5-Me2~4-MeO-Ph 


846 


Me 


NEt 2 


2 r 5-Me2-4-MeO-Ph 


847 


Me 


NHCH(CH20Me) 2 


2-Cl-4-MePh 


848 


Me 


NCH(Et)CH20Me 


2-Cl-4-MePh 


849 


Me 


N(CH2CH20Me)2 


2-Cl-4-MePh 


850 


Me 


(S> -NHCH (CH2CH20Me) CH20Me 


2-Cl-4-MePh 


851 


Me 


N(C-C3Hs)CH2CH2CN 


2,5-Me 2 -4-MaOPh 


852 


Me 


NEt2 


2-Me-4-MeOPh 


853 


Me 


OEt 


2-Me-4-MeOPh 


854 


Me 


(S) -NHCH (CH 2 CH20Me)CH20Me 


2-Me-4-MeOPh 


855 


Me 


N(C-C3H5)CH2CH2CN 


2-Me-4-KeOPh 


856 


Me 


NHCH(CH2CH20Et)2 


2-Me-4-MeOPh 


857 


Me 


N(c-C3Hs)CH2CH2CN 


2,4-Cl 2 -Pfc 


858 


Me 


NEt 2 


2-Me-4-CLPh 




rw 


w it — j - " <>» ✓ ~r as 




860 


Me 


N(CH2CH20Me) 2 


2-Me-4-ClPh 


861 


Me 


NHCH(CH2QMe)2 


2-Me-4-ClPh 


862 


Me 


NEt 2 


2-Me-q-ClPh 


863 


Me 


NEC2 


2 -CI -4 -Me Ph 



-185- 



864 


Me 


nh-3- 


2-Cl-4-MePh 


865 


Me 


NHCH(CH20Me)2 


2-Cl-4-MeOPh 


866 


Ma 


N(CH2CH20Me)2 


2-Cl-4-MeOPh 


867 


Me 


NHCH(Et)CK20Me 


2-Ci-4-MeOPh 


868 


Me 


N<c-Pr>CH2CH2CN 


2-Cl-4-MeOPh 


869 


Me 


NEt2 


2-Cl-4-MeOPh 


870 


Me 


4^*4 «/ ^ w 0 


2-Cl-4-M«OPh 


871 


Me 


NHCH (EC) CH2CH20Me 


2-Cl-4-MeOPh 


$72 


Me 


NHCH (Me) CH2CH20Me 


2 -CI -4 -MeOPh 


873 


Me 


NHCH (Et) CH2CH20Me 


2-Br-4 -Menph 


874 


Me 


NHCH (Me) CH2CH20Me 


2-Br-4-MeOPh 


875 


Me 


NHCH (Et) CH2CH20Me 


2-Me-4-MeOPh 


876 


Me 


NHCH(Me)CH2CH20Me 


2-Me-4-MeOPh 


877 


Me 


NHCH(CH 2 0Me) 2 


2-Cl-4 / 5-(MeO)2Ph 


878 


Me 


N (CH2CH20Me) 2 


2-C1-4, 5-(MeO)2?h 


879 


Me 


NHCH (EC) CH 2 0Me 


2-C1-4, S-(MeO) 2?h 




Me 


N (c-Pc)CH2CH2CN 


2-Cl-4,5-|MeO)2Pn 


O 0 X 


MO 


N&C2 


2 -CI -4 , 5- (MeO) 2?" 


882 


Me 


NH-3-<'<>"^- /U- 
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